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=>^fil xeg; d stat que 13; fil capl; d que nos 14; fil uspatfu; d que nos 17 

FILE 1 REGISTRY ENTERED AT 10:33:08 ON 06 MAY 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem.. 

STRUCTURE FILE UPDATES: 5 MAY 2003 HIGHEST RN 510776-00-8 
DICTIONARY FILE UPDATES: 5 MAY 2003 HIGHEST RN 510776-00-8 



TSCA INFORMATION NOW CURRENT THROUGH JANUARY 6, 2003 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http: //www. cas.org/ONLINE/STN/STNOTES/stnotes27.pdf 
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i .'' C *^ 3 8 11 ..-' C x„ 813 
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6 a ^ c^io^c 9 a c 

C- 4 N N 
5 ^ 15 

N-^G1 
17 18 



VAR Gl=12/13/14 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 17 

STEREO ATTRIBUTES: NONE 
iL3' ' 225 SEA . FILE=REGISTRY SSS FUL LI 

100.0% PROCESSED 898 ITERATIONS 225 ANSWERS; 

SEARCH TIME: 00.00.01 



r FILE 'CAPLUS' ENTERED AT 10:33:08 ON 06 MAY 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 

Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 Pa ^ e 2 



American Chemical Society and is provided to assist you in search g 
databases on STN . Any dissemination, distribution, copying, 
of Til inrormation, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 6 May 2003 VOL 138 ISS 19 
lilt LAST UPDATED : 5 May 2003 (20030505/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



LI STR 

L3 225 SEA FILE=REGISTRY SSS FUL LI 

cl4- 43^m-?J^cA?±m^=- m L3 ' 

( A CS) 

FILE COVERS 1971 TO PATENT PUBLICATION DATE: 6 May 2003 (20030506/PD) 

g£ LAST UPDATED : 6 May 2003 (20030506/ED) 

HTPHFqT GRANTED PATENT NUMBER: US65607 lo 

mcltsl APPLICATION PUBLICATION NUMBER: US20030844 95 - 

OSPATFULL A US PAT FULL record contains not only tne ongu 
>>> pubfished document but also a list of any ^sequent . << 

>» records and may be searched in standard search iieias, eg, <<< 

»> /PK, etc. 

»> OSPATFULL and ^^^•^^S^TT <<< 

»> through the new cluster US PAT ALL . iype rxi, <<<c 

»> enter this cluster. «< 

E> stsssasr.-sss isr-r-^-sss srs. <<< 

»> the earliest to the latest publication. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

\\ 225 SEA FILE=REGISTRY SSS FUL LI 

. _ 15 SEA FILE=USPATEULL ABB=ON L3, 
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-^P^p^Fem 14,17 
FILE 'CAPLUS' ENTERED AT 10:33:11 ON 06 MAY 2003 
USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE ' USPATFULL ' ENTERED AT 10:33:11 ON 06 MAY 2003 

CA INDEXING COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 

PROCESSING COMPLETED FOR L4 

PROCESSING COMPLETED FOR L7 

ij9mmm .51 DUP REM. L4 L7 (7 DUPLICATES REMOVED) 

ANSWERS '1-4 2' FROM FILE CAPLUS 
ANSWERS '43-51' -FROM FILE USPATFULL 



r ^^^ y4bib . abs. : hi t s t r 1 - 5 1;* fil cao; d que nos 18; fil hom 



L9 ANSWER 1 OF 51 CAPLUS COPYRIGHT 2003 ACS 



DUPLICATE 1 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT. ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



NFO. 



2000:548722 CAPLUS 
133:150459 

Preparation nf i .sat in derivatives as 
ac etylcholin esterase inhibitors ^nd analgesics 
Sh imshoc k, Stephen J.; Chesson, Susan M. ; Mutlib, 
3uT 

Aventis Pharmaceuticals Inc., USA 
U.S., 5 pp . 



us 



KIND DATE 




US 5100276 
PRIORITY Al 
OTHER SOURCE (S) 
GI 



20000808 



APPLICATION NO. DATE 



zM&Q12 199702 



US 1996-112005P 
MARPAT 133:150459 



P 199S0T12 




O 




AB The title compds . [I; R = H, alkyl, hydroxyalkyl ; X = H, OH, alkoxy, etc.; 
Y = H, halo] , usef ul for the treatment of memory dysfunctio n characterized 
by decreased cholinergic function, and for analgesia, were prepd. Thus, 
treatment of N-propyl-N- (pyridin-4-yl) -N-lH-indolyl-l-amine with 
thallium (III) nitrate trihydrate in MeOH afforded I [R = Pr; X, Y = H] . 
Compds. I are effective as analgesics at 10-50 mg/kg/day. 

IT 119257-33-9 119257-34-0 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
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(prepn. of isatin derivs. as acetylcholinesterase inhibitors and 
analgesics) 




RN 
CN 



119257-34-0 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyndmyl- 



(9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



L9 ANSWER 2 OF 51 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



i c THERE ARE 15 CITED REFERENCES AVAILABLE FOR THIS 
RECORD ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 2003 ACS DUPLICATE 2 

1998:471468 CAPLUS 
129 " 12257 4 

Pr eparation of tun ) substituted N- (pyrrol-1- 
vDpyridinamines as ^irnnvulsants 

Itgel, Francis ParkerT^P^^^^ 1 / Kongsamut, 
Sathapana; Tang, Lei 
Hoechst Marion Roussel, Inc., USA 
U.S./ 28 pp. 
CODEN: USXXAM 
Patent 
English 
1 



PATENT NO. 



KIND .DATE 



APPLICATION NO. DATE 



(US-5T76955 
PRIORITY APPLJJ^ INFO. : 
OTHER SOUReElS) " 
GI 



19980707 



US 1996-676608 19960708 
US 1996-676608 19960708 
MARPAT 129:12257 4 
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AB The title compds . [I; R = H, C.l-6 alkyl, C2-6 alkenyl, etc.; Rl, R2 = H, 
halo, Cl-6 alkyl; R1R2 together with the carbons to which they are 
attached form (un) substituted benzene ring fused to the pyrrole ring; R3 = 
H, halo, Cl-6 alkyl; R4 = H, halo, NH2, Cl-6 alkyl; n = 0-1], useful in 
treating a patient in need of r^l-ipf f rom convulsions, were prepd. Thus, 
reaction of lH-indol-l-amine with 3, 4-dTcHloropyrldln^ :HC1 in iPrOH 
afforded II.HC1 which showed IC50 of 14 .mu.M against [3H] batrachotoxin 
binding . 

IT 119229-38-8P 119229-43-5P 119229-46-8P 
119229-50-4P 119229-57-1P 119229-58-2P 
119257-32-8P 119257-33-9P 119257-38-4P 
119257-43-1P 145660-10-2P 159732-16-8P 
159732-18-0P 173341-09-8P 173677-77-5P 
188028-92-4P 188028-98-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(prepn. of (un) substituted N- (pyrrol-l-yl ) pyridinamines as 
anticonvulsants') 
RN 119229-38-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 

RN 119229-43-5 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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N- Me 

i 



CH=CH2 



RN 119229-46-8 CAPLUS } 
CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAMh 




RN 
CN 



i^^l-I-^S^-br^o^^-pyridin,!- ,90!, ,« IHKX NAME} 




RN 
CN 



119229-57-1 CAPLUS 

lH-Indol-l-amine, 5-nitro-N-4-pyridinyl- .(9CI) 



(CA INDEX NAME) 
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RN 119229-58-2 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN il9257-32-8 CAPLUS 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Me 

RN 119257-33-9 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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NH 



5 i;-I^;?-l-.»Sr»-e thy l- B -4-p y ridin y l- («) <« IHDB mHE, 





N- Et 

i 

INk 



RN 119257-43-1 CAPLUS _ TNDFX 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl- (9CI) (CA INDEX 

NAME) 





NH 

I 

, N^ 



Me 



RN 
CN 



lH-I 6 nS^-l-a m SrN-(3-fluoro-4-pyridinyl)- (9CI) (CA INDEX NAME) 
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NH 



RN 159732-16-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 159732-18-0 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




CH= CH2 



RN 173341-09-8 CAPLUS 

CN lH-Indol-l-amine, 3-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



CI 
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S i2£^L252ld-«d.. l-.eroeyl-a-pyridinyi.-ino,-, oxi„e (9CI, |« 
INDEX NAME) 



HO- N= CH 




n-Pr ^ 8 



RN 
CN 



188028-92-4 CAPLUS INDEX NAME) 

lH-Indole-3-acetonitrile, 1- (4-pyndinylamino) - (9CI) (CA INDbx tuuir., 



NC- CH2 




• N NH 




RN 188028-98-0 CAPLUS •^, r ,„ii ,qm (CA INDEX NAME) 

CN lH-Indol-l-amine, N- (5-chloro-3-pyridinyl) - (9CI) ' iNUbA 




CI 



IT 119229-37-7P 119229-39-9P 119229-40-2P 
H9229-41-3P 119229-44-6P 119229-45-7P 
119229-47-9P 119229-48-0P 119229-49-1P 
119229-51-5P 119229-52-6P 119229-53-7P 
119229-54-8P 119229-55-9P 119229-56-0P 
119229-59-3P 119229-60-6P 119229-61-7P 
119229-62-8P 119229-63-9P 119229-64-0P 
119229-65-1P 119229-68-4P 119229-69-5P 
119257-34-0P 119257-35-1P 119257-36-2P 
119257-37-3P 119257-39-5P 119257-40-8P 
119257-41-9P 141287-61-8P 141287-62-9P 
141287-65-2P 141287-68-5P 141287-69-6P 
141287-72-1P 159732-08-8P 159732-09-9P 
159732-10-2P 159732-11-3P 159732-12-4P 
159732-13-5P 159732-14-6P 159732-15-7P 
159732-17-9P 159732-19-1P 159732-20-4P 
159732-21-5P 159732-22-6P 159732-23-7P 
159732-24-8P 159732-25-9P 159732-26-0P 
159732-27-1P 159732-28-2P 159732-29-3P 
159732-30-6P 159732-31-7P 159732-32-8P 
159732-33-9P 159732-34-0P 159732-35-1P 
159732-36-2P 159732-37-3P 159732-38-4P 
159732-39-5P 159732-40-8P 159732-41-9P 
159732-42-0P 159732-43-1P 159732-44-2P 
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173341-10-1P 173341-11-2P 173341-12-3P 
188028-65-1P 188028-69-5P 188028-74-2P 
188028-77-5P 188028-84-4P 188028-89-9P 

188028- 95-7P 188029-00-7P 188029-02-9P 

188029- 52-9P 188029-56-3P 210237-01-7P 
210237-02-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (un) substituted N- (pyrrol-l-yl)pyridinamines as 
anticonvulsants) 
RN 119229-37-7 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-39-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 • 

CRN 119229-38-8 
CMF C15 H13 N3 0 




CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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HO2C 

CO2H 

RN 119229-40-2 CAPLUS „ 
CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylammo) - (9CI) (CA INDEX 

NAME) 




CHO 



RN 119229-41-3 CAPLUS , 
CN lH-Indole-3-carboxaldehyde, 1- (ethyl- 4-pyndinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 0 




CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 
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RN 119229-44-6 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 




CH= CH2 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as. shown. 




C02H 



RN 119229-45-7 CAPLUS 

CN lH-Indoi-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride (9CI ) 
(CA INDEX NAME) 




Et 



• HC1 

RN 119229-47-9 CAPLUS 
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CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 

H0 2 C / ^ 

C02H 



S ;;-"d; , l-;-.«inr5-chloro-»- P ropyl-»-4-p y ridin y l- (9CI) <CA INDEX NAME) 




N- Pr-n 

I 



CI 



S iH-^dri^-a^^Lchloro-N-propyl-NM-pyridinyl-, (21) -2-bute„. d ioat. 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 
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CI 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




C0 2 H 

RN 119229-51-5 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




NH 

•Br 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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HO2C 




CO2H 



5 i"l^"l-a„S™5-bro»o-N-»et hy l-»-,-pyridin y l- ,9CI) ICX INDEX »«) 




Br 



N- Me 

1 



RN 
CN 



119229-53-7 CAPLUS 9-hntPnedioate 
IH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- # (2Z)-2 butenedroate 

(1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 119229-52-6 
CMF C14 H12 Br N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C 



CO2H 
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RN 119229-54-8 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N— Pr-n 

Br 



RN 119229-55-9 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- , (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-56-0 CAPLUS 

CN lH-Indol-l-amine, 5-nitro-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 
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02N 




NH 

I 



RN 
CN 



• HC1 

119229-59-3 CAPLUS 5 _ ni tr 0 -N-4-pyridinyl-, (2Z) -2-butenedioate 

lH-Indol-l-amine, N-methyl b nitro 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 ■ 



02N 




N- Me 

I 

,N^ 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C z 




C02H 



J^^ro'l-I-a^nrB-.et.yX^M-pyridinyl- (9CI, <CA INDEX ««) 



RN 

CN lH-Indol 
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Me 



RN 119229-61-7 CAPLUS 

CN ' lH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF . C14 H13 N3 




Me 



CM 2 

CRN 144-62-7 
' CMF C2 H2 04 



HO- C- C- OH 



RN 119229-62-8 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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fx 



N~ Pr-n 




RN 
CN 



(1:1) (9CI) (CA INDEX NAME) 



(2Z) -2-butenedioate 



CM 1 



CRN 119229-62-8 
CMF C17 H19 N3 




Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 
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Me 



• HC1 



RN 119229-65-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 




Me 



RN 119229-68-4 CAPLUS 
. CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 119229-69-5 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
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NAME) 




N— Pr-n 



RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI] 



(CA INDEX NAME) 





N— Pr-n 

i 



CN iH-Ind^l-l-amSe^tethyl-N-methyl-N^-pyridinyl- (9CI) (CA INDEX NAME) 




N- Me 

i 



Et 



RN 119257-36-2 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 



CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 
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NH 




CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H02C 




CO2H 



RN 119257-37-3 CAPLUS 

CN IH-Indol-l-amine, N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 




N~ Me 




CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 
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HO2C 



CO2H 



5 ii-"S-;-»»lne W N-«h y l-».- 4 -p y ridi„ y l-, (2 z,- 2 - bU te M dioate (1:!, ISCX) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 



CO2H 



RN 119257-40-8 CAPLUS 9-KnfPnedioate (1:1) (9CI) 

CN lH-Indol-l-amine, N-propyl-N-4-pyndmyl-, . (2Z) -2 butenedioate u 

- (CA INDEX name) 



CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




RN 119257-41-9 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- , (2Z) -2-butenedioate 
(1:1) (9CI). (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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H0 2 C 



C02H 



CN JS-Indol-5-o^ monohydrochloride 
(9CI) (CA INDEX NAME) 



HO' 




N- Pr-n 



HC1 



RN 
CN 



141287-62-9 CAPLUS t 

lH-Indol-5-ol, l-[(3-fluoro-4-pyridinyl)propylamino]- (9CI) (CA INDEX 
NAME) 




N- Pr-n 

I 

N. 



II 1 lH-Ind^-~5 2 -oi?Tmkyl-l-(4-pyridinylamino)- (9CI) (CA INDEX NAME) 
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RN 141287-68-5 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




RN 141287-69-6 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) -, ethanedioate (2:1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141287-68-5 
CMF C17 H19 N3 0 




CRN 144-62-7 
CMF C2 H2 04 
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O 0 

II II 
HO- C- C- OH 



cn iS-iSd;K-oi? A ^ (9ci) (CA 



INDEX NAME) 



. F 




HO' 



RN 
CN 




N- Pr-n 

i 



Me 



159732-08-8 CAPLUS TNDFX NAME) 

lH-Indol-l-amine, 2-methyl-N-4-pyndinyl- (9CI) (CA INDEX NAMh 




NH 




Me 



RN 
CN 



^S;^U*r»-<3-» e th y l-4-pyridi„yl,- ,901, |OA IN 0 E X NAME) 



Me 





NH 

I 



S ^"^;": 2 -a»in™N-,3-„et hy l-4- Py rid i „v 1 ,-N-pro Py l- ,90!, <0A 1«M 
NAME) 
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N- Pr-n 
RN 159732-11-3 CAPLUS ■ 

CN IH-Indol-l-amine, N- { 3-methyl-4 -pyridinyl ) -N-propyl-, ethanedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-10-2 
CMF C17 H19 N3 




N- Pr-n 
CM 2 

CRN 144-62-7 
CMF • C2 H2 04 

0 O 

II II 
HO- C- C- OH 

RN 159732-12-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - , monohydrochloride (9CI) (CA 
INDEX NAME) 
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NH 



CO 



• HCl 

CN iH? 7 Ind;i-l-a m SrN-(3-chloro-4- Py ridinyl)-, ^hydrochloride (9CI) (CA 
INDEX NAME) 



CI 




NH 

I 



• HCl 



3 ^"S^-I-^Srto-fluoro^-pyridlnyD^-ethyl- .90!, (CA INDEX 

NAME) 




Me 



S ;"^d;i-i-»SrN- ( 3-chlo r o-4-p yI idi„ y l,-3-»eth yl -, ^hydrochloride 
(9CI) (CA INDEX NAME) 
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Me 



• HC1 

RN 159732-17-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) 
(2Z) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-16-8 
CMF C17 H17 N3 0 




CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 

RN 159732-19-1 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 
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CRN 159732-18-0 
CMF C18 H19 N3 




CH= CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



HO2C 




C02H 



S ;S"S;i-i-a»inr S 3- e th yl - [ ,-prop y l-»-4-p y r id i„ yl - <«> <« INDEX NAME) 




S l" 7 I^-i- M S D l-.thyl-»-propyl-»-4-pyridlnyl-, <2 Z , -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 159732-20-4 
CMF C18 H21 N3 
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Et 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 159732-22-6 CAPLUS 

CN lH-Indol-l-amine, N-butyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 159732-23-7 CAPLUS 

CN lH-Indol-l-amine, N-butyl-N-4-pyridinyl- , ( 2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 



CM 1 



CRN 159732-22-6 
CMF C17 H19 N3 
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N- Bu-n 



C0 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



C02H 



H0 2 C z 




RN 159732-24-8 CAPLUS DroDvnvl _ N _ 4 _ pyridin yl- (9CI) ' (CA INDEX NAME) 
CN lH-Indol-l-amme, N-2-propynyj- ln 4 




RN 
CN 



159732-25-9 CAPLUS 4 -nvridinvl- , ( 2Z) -2-butenedioate (1 

lH-Indol-l-amine, N-2-propynyl-N-4-pyridinyi , i 

(9CI) (CA INDEX NAME) 
CM 1 

CRN 159732-24-8 
CMF C16 H13 N3 
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N. 



N-CH2~C= CH 




CM 



2 



CRN 110-16-7 
CMF C4 H4 -04 



Double bond geometry as shown. 



HO2C 




CO2H 



RN 159732-26-0 CAPLUS 

CN lH-Indol-l-amine, N- (2-methylpropyl ) -N-4-pyridinyl- ( 9CI ) (CA INDEX NAME) 



RN 159732-27-1 CAPLUS 

CN lH-Indol-l-amine, N- ( 2-methylpropyl ) -N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-26-0 
CMF C17 H19 N3 




N- Bu-i 
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N- Bu-i 



CO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C z 




C02H 



RN 159732-28-2 CAPLUS nvridinvl- (9CI) (CA INDEX NAME) 

CN lH-Indol-l-amine, N-pentyl-N-4-pyndmyi l^) 



RN 
CN 





N- (CH2) 4 ~Me 

I 

N^ 



(CA INDEX NAME) 
CM 1 

CRN 159732-28-2 
CMF C18 H21 N3 
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N- (CH2)4-Me 
CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 159732-30-6 CAPLUS 

CN lH-Indol-l-amine, N- ( 1-methylpropyl ) -N-4 -pyridinyl- (9CI) (CA INDEX NAME) 




0^ 

RN 159732-31-7 CAPLUS 

CN lH-Indol-l-amine, N- (1-methylpropyl) -N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-30-6 
CMF C17 H19 N3 



Searched by Barb 0 ? Bryen, STIC 308-4291 



Jones 



10/076191 



Page 38 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H02C 



CO2H 




RN 
CN 



159732-33-9 CAPLUS leth 1} - N - 4 -pyridinyl-, ( 2Z) -2-butenedioate 

lH-Indol-l-amine, N- ( 1-metnyletnyi ^ 
(1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 159732-32-8 
CMF C16 H17 N3 
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N- Pr-i 




CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H02C 




CO2H 



RN 159732-34-0 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



RN 159732-35-1 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-34-0 
CMF C17 H19 N3 




N- Pr-n 
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N- Pr-n 




Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H02C 




CO2H 



RN 159732-36-2 CAPLUS A ±dL nyl) -3-methyl-N-2-propenyl- , 

CN IH-Indol-l-amme N- (3 fluoro 4 py 
monohydrochloride (9CI) l^A -llnu 




HC1 



RN 
CN 



159732-37-3 CAPLUS hloro ^ 4 . pyridiny i) -N-propyl-, monohydrochloride 

lH-Indol-l-amine, N-lo cniOLU 
(9CI) (CA INDEX NAME) 
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N- Pr-n 



• HC1 



RN 159732-38-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-chloro-4-pyridinyl) - (9CI) (CA INDEX NAME) 




NH 

RN 159732-39-5 CAPLUS 

CN lH-Indol-1 -amine, N- ( 3-f luoro-4-pyridinyl ) -N-2-propynyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 159732-40-8 CAPLUS : 

CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-2-propynyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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HC1 



RN 
CN 



^Sot-l-a^B- 1 3-f Iuoro-4- Py ridi„ y I) - 2 -„. t „ y l-N-prop y l- (SCI , «* 

INDEX NAME) 




N- Pr-n 




Me 



RN 
CN 



^?^d;""l-a„in? 0 N- ( 3-c h loro-4- PyC IdI„ y l,-3-»eth y I- S -p 1 :op y l- OCI, <CA 
INDEX NAME) 



CI 





N- Pr-n 

I 

N v 



\ 



Me 



RN 
CN 



159732-43-1 CAPLUS ^ n 

IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-2-propenyl- 
monohydrochloride (9CI) (CA INDEX NAME) 
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N- CH2-CH— CH2 

i 



• HC1 



RN 159732-44-2 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-2-propenyl- (9CI) (CA INDEX 
NAME) 




RN 173341-10-1 CAPLUS 

CN Benzoic acid, 2-hydroxy-, compd. with 3-chloro-N-4-pyridinyl-lH-indol-l- 
amine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173341-09-8 
CMF C13 H10 CI N3 



CI 




CM 2 

CRN 69-72-7 
CMF C7 H6 03 
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CO2H 



OH 



RN 
CN 



1 1 1 H-^i;":-..i- U 3-c hl o r o- N -p r op,l- N - 1 -pyr i di W l- .90!, .» INDEX NAME) 




N N- 



n-Pr 



RN 
CN 



; , „-InS-l-»Sr3-c hl o t o-»-p r opyl-N-,-pyri.in yl -, ^hydrochloride. 
(9CI) (CA INDEX NAME) 



CI 




-N N" 



n-Pr 



HC1 



RN 188028-65-1 CAPLUS 
CN lH-Indol-l-amine, N-(3-fluoro 
(CA INDEX NAME) 



-4-pyridinyl) -3-methyl-N-2-propenyl- (9CI) 




RN 188028-69-5 CAPLUS 
CN lH-Indol-l-amine, N-(3-chloro 

NAME) 



-4-pyridinyl) -N-propyl- (9CI) (CA INDEX 
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RN 188028-74-2 CAPLUS 

CN IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -N-2-propynyl- (9CI) (CA INDEX 
NAME) 




RN 188028-77-5 CAPLUS 

CN IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-2-propynyl- ( 9CI ) 
(CA INDEX NAME) 



Me 




RN 188028-84-4 CAPLUS 

CN 3, 4-Pyridinediamine, N4-lH-indol-l-yl- (9CI) (CA. INDEX NAME) 




RN 188028-89-9 CAPLUS 

CN lH-Indole-3-methanamine, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



H2N-CH2 




RN 188028-95-7 CAPLUS 

CN lH-Indole-3-ethanamine, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 
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H2N-CH2-CH2 




N 

- n — NH — \ yy 



S m^l'-JiJ^-^ldlnyl- ,«) <CA INDEX NAME) 




N— NH j-j " N 




S iS-^I-.^S D S-2-Pyrldi»,l- (9CI. <CA INOEX NAME) 



- W N= 

3 JH^InrolellcSboxaldehyde, 1- (propyl- 4 -pyridinylaMno) -, oxi.e, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173677-77-5 
CMF C17 H18 N4 0 



HO- N= CH 





N N 

I 

n-Pr 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



N 



Double bond geometry as shown. 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




CO2H 

RN 188029-56-3 CAPLUS 

CN lH-Indole-3-methanamine, 1- (propyl-4-pyridinylamino) -, dihydrochloride 
(9CI) (CA .INDEX NAME) 




• 2 HC1 



RN 210237-01-7 CAPLUS 

CN lH-Indole-3-ethanamine, 1- ( 4-pyridinylamino) -, (2Z) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 188028-95-7 
CMF C15 H16 N4 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 210237-02-8 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-chloro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 
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CI ~ 



N NH 



IT 119229-75-3 141287-59-4 141287-64-1 
141287-66-3 141287-71-0 188029-86-9 

rt • rpt (Reactant); RACT (Reactant or reagent) 

(prepn of (un) Substituted N- (pyrrol-l'-yl) pyridinamxnes as 
anticonvulsants ) 

5 1 l"l^„I-" 1 -a,.S™5-»»etho Xy -N- 1 -pyri d i ny l- ,901, (« IKDEX NAME) 




MeO 



(9CI) (CA INDEX NAME) 



Ph- CH2~ 0^ 




11 iS-I^r^-a»Sr3-»et h yl- 5 -,p h s„yl».tK0K y ,-»-4-py r idi„y 1 - (9CI) <C* 



INDEX NAME) 
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Ph-CH2— 0' 




NH 

I 

N 



\ 



Me 



RN 141287-66-3 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- (9CI) 
(CA INDEX NAME) 



Ph-CH2~0' 





N— Pr-n 

i 



Me 



RN 141287-71-0 CAPLUS 

CN lH-Indol-1 -amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-5- (phenylmethoxy) -N- 
propyl- (9CI) (CA INDEX NAME) 



Ph- CH2-0' 




RN 188029-86-9 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-nitro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 



• N NH 
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OTHER SOURCE (S) 
GI 



CASREACT 124:145914; MARPAT 124:145914 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 



AB 



IT 



RN 
CN 



A process is claimed for the prepn. of rp&m 



1-1— anriTK 



ncinq, analgetic, and 
ines I wherein R is 



ani-iHpp rf.q^ nl- N-al kyl-N-pyridinyl- lH-indol- 
hydrogen, loweralkyl, loweralkoxy or trif luoromethyl ; Rl is hydrogen or 
loweralkyl; R2 is loweralkyl; R3 is hydrogen, loweralkyl, loweralkoxy or 
trif luoromethyl; and m is 1 or 2, which comprises the steps of: (a) 
reacting a compd. of the formula II wherein R, Rl and m are as above with 
an N-X-succinimide wherein X is bromo, chloro or iodo to provide a compd. 
of the formula III wherein R, Rl, X and m are as above; (b) reacting the 
compd. obtained in step (a) with a compd. of the formula H2NOS03H to 
provide a compd. of the formula IV wherein R, Rl, X and m are as above; 
(c) reacting a compd. obtained in step (b) with a compd. of the formula V 
wherein R3 is as above and Y is chloro, bromo or iodo to provide a compd. 
of the formula VI wherein R, Rl, R3, X and m are as above; (d) reacting a 
compd. obtained in step (c) with a compd. of the formula R2Z wherein R2 is 
as above and Z is bromo or chloro to provide a compd. of the formula VII 
wherein R, Rl, R2, R3, X and m are as above; (e) reacting a compd. 
obtained in step (d) with formic acid in the presence of a metal catalyst; 
and (f) isolating the product. The following reaction sequence was 
provided: (a) indole + N-chlorosuccinimide .fwdarw. 3-chloroindole 
(92.9%); (b) 3-chloroindole + hydroxylamine-O-sulf onic acid .fwdarw. 

3- chloro-lH-indol-l-amine (86%); (c) 3-chloro-lH-indol-l-amine + 

4- chloropyridine . HC1 . fwdarw. 3-chloro-N-4-pyridinyl-lH-indol-l-amine 
salicylate (48.4%) ; (d) 3-chloro-N-4-pyridinyl-lH-indol-l-amine salicylate 
+ 1-bromopropane . fwdarw. 3-chloro-N-propyl-N-4-pyridinyl-lH-indol-l-amine 
hydrochloride (87.6%); (e) dehalogenatioh of 3-chloro-N-propyl-N-4- 
pyridinyl-lH-indol-l-amine hydrochloride with NEt3, 5% Pd/C, and formic 
acid to afford N-propyl-N-4-pyridinyl-lH-indol-l-amine (79.5%); (f) 
conversion to the HC1 salt (88.6%). 

173341-09-8P, 3-Chloro-N-4-pyridinyl-lH-indol-l-amine 
173341-10-1P 173341-11-2P, 3-Chloro-N-propyl-N-4- 
pyridinyl-lH-indol-l-amine 173341-12-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(prepn. of N-alkyl-N-pyridinyl-lH-indol-l-amines via arylation of 
l-amino-3-haloindoles with halopyridines followed by alkylation and 
dehalogenation) . 

173341-09-8 CAPLUS 

lH-Indol-l-amine, 3-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 



Page 52 




N NH 




RN 173341-10-1 CAPLUS 3 - ch ioro-N-4-pyridinyl-lH-indol-l- 
CN Benzoic acid, 2-hydroxy-, compd with 3 cnloro py 
amine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173341-09-8 
CMF C13 H10 CI N3 



CI 




- N NH 




CM 2 

CRN 69-72-7 
CMF C7 H6 03 




C02H 



OH 



RN 
CN 



f„^^-i?a»Sr3-=hloro-..-p r op y l-»-4-pyriai„vl- (9CI) (« ™™ —> 




N N- 



n-Pr 



RN 
CN 



;^I^;i 2 -i-a„S« M 3-c h lo r o-»-prop y l- S -4-pyridi„Vl-. ^hydrochloride 
(9CI) (CA INDEX NAME) 
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• HC1 

IT 119257-34-0P, N-Propyl-N-4-pyridinyl-lH-indol-l-amine 
130953-69-4P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of N-alkyl-N-pyridinyl-lH-indol-l-amines via arylation of 
l-amino-3-haloindoles with halopyridines followed by alkylation and 
dehalogenation) 
RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N— Pr-n 



RN 130953-69-4 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- , monohydrochloride (9CI) 
INDEX NAME) 



(CA 




HC1 
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AB 



IT 



RN 
CN 



Method is disclosed for alleviating^^^ 

which comprises administration or" an ettec ^I® am ^ c ° . R1 R2 = H, lower 
hal o, lowSi m yl, lower alkoxy hydroxy nitro etc R . nvention is 

Pofyd^ffn ^^SS^J^S&^n reu P ta k e inhibitors with 
potential efficacy in treating OCD) was detd. 

119229-65-1P 130953-69-4P pffpc tor except adverse); BSU (Biological 

RL: BAG (Biological activity or e«^or, jxcep ^ {Therapeutic use); 
study, unclassified ' f PN ^^^t^n) ; USES (Uses) 

^Uepn-n^fy— f ° r the tre3tment ° f 

obsessive-compulsive disorder) 

' 1 i ;??^^i^,ir°H- ( 3- £ luo t o-,- Pyt i,inyl,-3-.eth y l-N-p r o P y 1 - OCX, ,« 
INDEX NAME) 
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Me 



RN 130953-69-4 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 




• HC1 



IT 119229-60-6 119257-43-1 145660-10-2 
159732-08-8 159732-16-8 159732-18-0 
159732-38-4 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(prepn. of N- (pyridinyl ) -lH-indol-l-amines for the treatment of 
obsessive-compulsive disorder) 
RN 119229-60-6 CAPLUS 

CN IH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119257-43-1 CAPLUS 

CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
: NAME) 
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S iJ-Ind^^l'-amSrN-lS-fluoro^-pyridinyl)- (9CI) (CA INDEX NAME) 





NH 

I 



CN iH? 7 Indo?-l 8 -ami^ U 2-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 159732-16-8 CAPLUS . INDEX 

CN lH-Indole-3-carboxaldehyde, 1- (propyl- 4 -pyridinylamino) - (9CI) (CA INDEX 

. NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 



Page 57 




CHO 



RN 159732-18-0 CAPLUS 

CN IH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




CH= CH2 



RN 159732-38-4 CAPLUS 

CN IH-Indol-l-amine, N- (3-chloro-4-pyridinyl) - (9CI) (CA INDEX NAME) 




NH 



119229- 


37 


-7P 


119229 


-38 


-8P 


119229- 


39 


-9P 


119229- 


40 


-2P 


119229 


-41 


-3P 


119229- 


43 


-5P 


119229- 


44 


-6P 


119229 


-45 


-7P 


119229- 


46 


-8P 


119229- 


47 


-9P 


119229 


-48 


-OP 


119229- 


49 


-IP 


119229- 


50 


-4P 


119229 


-51 


-5P 


119229- 


52 


-6P 


119229- 


53 


-7P 


119229 


-55 


-9P 


119229- 


56 


-OP 


119229- 


57 


-IP 


119229 


-59 


-3P 


119229- 


61 


-7P 


119229- 


62 


-8P 


119229 


-63 


-9P 


119229- 


64 


-OP 


119229- 


68 


-4P 


119229 


-69 


-5P 


119257- 


32 


-8P 


119257- 


33 


-9P 


119257 


-34 


-OP 


119257- 


35 


-IP 


119257- 


36 


-2P 


119257 


-37 


-3P 


119257- 


38 


-4P 


119257- 


39 


-5P 


119257 


-40 


-8P 


119257- 


41 


-9P 


159732- 


09 


-9P 


159732 


-11 


-3P 


159732- 


12 


-4P 
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159732-13-5P 159732-14-6P 159732-15-7P 
159732-17-9P 159732-19-1P 159732-21-5P 
159732-23-7P 159732-25-9P 159732-27-1P 
159732-29-3P 159732-31-7P 159732-33-9P 
159732-35-1P 159732-36-2P 159732-37-3P 
159732-39-5P 159732-40-8P 159732-41-9P 

159732-42-0P 159732-43-1P 159732-44-2P - 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(prepn. of N- (pyridinyl) -lH-indol-l-amines for the treatment of 

obsessive-compulsive disorder) 

11 Ji-Ind^-l-amSe^S-methoxy-N-propyl-N^-pyridinyl- (9CI) (CA INDEX NAME) 



MeO 




RN 119229-38-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridmylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-39-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylammo) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-38-8 
CMF C15 H13 N3 0 
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CHO 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 119229-40-2 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 

RN 119229-41-3 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 O 
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CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C 




C02H 



CN \l 9 ^ ^1) (CA INDEX NAME » 




CH=CH2 



RN 
CN 



J^Indoi-1-amSe?^ (2Z) -2-butenedioate 

(1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 Page 61 




CH=CH2 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-45-7 CAPLUS 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride ( 9CI ) 
(CA INDEX NAME) 




Et 



• HC1 



RN 119229-46-8 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-4 -pyridinyl- (9CI) (CA INDEX NAME) " 
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RN 119229-47-9 CAPLUS enedioate (1:1) (9CI) 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, (2Z) -2-butenedioate u.-U 

(CA INDEX NAME) 
CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




NH 

, N^ 



CI 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
H02C" 




C02H 

119229-48-0 CAPLUS , pA TNDE v NAME) 

IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyndinyl- (9CI) (CA INDEX NAMM 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




RN 119229-49-1 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) {CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 




N— Pr-n 

CI 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119229-50-4 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 
CN 



i;?^S-"l-^rtbro„o- N -4- P yridi„ y l-. (2D -2-butenedioate ,1,1) (9CI) 

{CA INDEX. NAME) 



CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




CM 2. 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C 




C02H 



RN 119229-52-6 CAPLUS nvridinvl- (9CI) (CA INDEX NAME) 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyi \ 
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RN . 119229-53-7 CAPLUS ' 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) " • 

CM 1 

CRN 119229-52-6 
CMF C14 H12 Br N3 




N— Me 

Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 

RN 119229-55-9 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 
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Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 
CN 



i;? 2 I ^":-.^ 0 5-nit I o-H-4-p y ridi„ y l-, -onohydroohXoride ,9c!, 

INDEX NAME) 



NH 

i 

Nv 



.Co 

02N 



• HC1 



S l^^U^TUl***.-^"^- (9CI) <« ISDEX NAME) 
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RN 119229-59-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1)' (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 

RN 119229-61-7 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- , ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 
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CM 2 

CRN 144-62-7 
CMF C2 H2 04 



O 0 

II II 

HO- C- C- OH 

S ;i? 2 I ^;??^a.S"°3-^ hy l-»-p t opvl- 1 .- 4 -P^id i n yl - ,90!, <C* I»0 E X NAME) 




RN 
CN 



l"l^;i-^.^ 0 3-.« h yl- N - P rop y l-»-4-pyridi n yl-, ,2» -2- bU te„edioat. 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 
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Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 119229-64-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 

RN 119229-68-4 CAPLUS 

CN lH-Indol-l-amine, N-«{ 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 
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N~ Pr-n 



HC1 



RN 
CN 



119229-69-5 CAPLUS . /QrT . , rA TNmE v 

IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-propyl- (9CI) (CA INDEX 

NAME) 





N- Pr-n 

I 

INL 



CN li-Ind^l-l-araSe^N-raethyl-N-^pyridinyl- (9CI) (CA INDEX NAME) 




N-Me 



CO 



RN 119257-33-9 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) 



(CA INDEX NAME) 
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RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-35-1 CAPLUS 

CN IH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Et 



RN 119257-36-2 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 • 

Double bond geometry as shown. 



H02C 




CO2H 



RN 
CN 



i"^3:-«5^ 0 S-~thyl-M-4-pyridinyl-, (2Z, -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 



CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 
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CO2H 



RN 119257-38-4 CAPLUS 

CN IH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N-Et 



RN 119257-39-5 CAPLUS 

CN IH-Indol-l-amine, N-ethyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 

RN 119257-40-8 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
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(CA INDEX NAME) 
CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



HO2C 




CO2H 



RN 
CN 



m^l 5 ^ (2Z)-2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 



CM 



CRN 119229-37-7 
CMF C17 H19 N3 O 




CM 2 

CRN 110-16-7 
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C02H 



RN 159732-09-9 CAPLUS 

CN IH-Indol-l-amine, N- ( 3-methyl-4-pyridinyl ) - (9CI) (CA INDEX NAME) 




NH 

RN 159732-11-3 CAPLUS 

CN IH-Indol-l-amine, N- (3-methyl-4-pyridinyl) -N-propyl-, ethanedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-10-2 
CMF C17 H19 N3 




N- Pr-n 
CM 2 

CRN 144-62-7 
CMF C2 H2 04 

0 0 

II II 
HO- C- C- OH 

RN 159732-12-4 CAPLUS 
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CN IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -, monohydrochloride (9CI) (CA 



INDEX NAME) 



F 




NH 

I 



• HC1 

INDEX NAME) 




HC1 



g i^ 7 I ^"" 1 -a„Sr»-,3-fl»o t o- 4 -p y riain y l,-2-™ th vl- (9C1) (CR INDEX 



NAME) 
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RN 159732-15-7 CAPLUS 

CN lH-Indol-l-amine, N- (3-chloro-4-pyridinyl) -3-methyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




Me 



• HC1 

RN 159732-17-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-16-8 
CMF C17 H17 N3 0 




CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 

RN 159732-19-1 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioat 
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(1:1) (9CI) (CA INDEX NAME) 
CM 1 

CRN 159732-18-0 
CMF C18 H19 N3 




CH=CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C 




C0 2 H 



CN ^H-indoK (2Z)-2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-20-4 
CMF C18 H21 N3 



CM 2 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 Page 79 



CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 




C02H 



RN 159732-23-7 CAPLUS 

CN lH-Indol-l-amine, N-butyl-N-4-pyridinyl- , (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 159732-22-6 
CMF C17 H19 N3 




N- Bu-n 

0^ 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as' shown. 




CO2H 

RN 159732-25-9 CAPLUS 

CN lH-Indol-l-amlne, N-2-propynyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-24-8 
CMF C16 H13 N3 
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N-CH2-C= CH 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



C0 2 H 



H0 2 C z 




S i»- 7 I ^;i-I-a„in: W N- (2 -»et h vlp r op y l,-H-4-pyridi„ y l-, (2 Z, -2-buten.dioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-26-0 
CMF C17 HI 9 N3 




N- Bu-i 

I 

.N^ 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 



RN 159732-29-3 CAPLUS 

CN IH-Indol-l-amine, N-pentyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 159732-28-2 
CMF C18 H21 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4. 04 

Double bond geometry as shown. 




CO2H 



RN • 159732-31-7 CAPLUS 

CN lH-Indol-l-amine, N- ( 1-methylpropyl ) -N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-30-6 
CMF C17 H19 N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 
CN 



iH- 7 Inro?-l-aMnrt(l- m eth y lethyl)-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 159732-32-8 
CMF C16 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 



RN 159732-35-1 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-34-0 
CMF C17 H19 N3 




CM 2 

CRN 110-16-7 
• CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 159732-36-2 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-2-propenyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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N~CH2"CH= CH2 



Me 



HC1 



RN 
CN 



iH- 7 Ind"o 3 l-l-a m Se' U N- (3-chloro-4-pyridinyl) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




HC1 



oh 159732-39-5 CAPLUS „ , 

CN IH-Indol-l-amine, N- (3-fluoro-4-pyridinyl) -N-2-propynyl-, 
~' monohydrochloride (9CI) (CA INDEX NAME) 
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N-CH2- C= CH 



• HC1 



RN 159732-40-8 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-2-propynyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 



RN 159732-41-9 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -2-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 




RN 159732-42-0 CAPLUS 

CN lH-Indol-l-amine, N- { 3-chloro-4-pyridinyl ) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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RN 159732-43-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-fluoro-4-pyridinyl) -N-2-propenyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




HC1 



RN 
CN 



159732-44-2 CAPLUS 

IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-2-propenyl- 
NAME) 



(9CI) (CA INDEX 
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PATENT ASSIGNEE (S).: 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Olsen, Gordon E. 

Hoechst-Roussel Pharmaceuticals, Inc. 

U.S., 18 pp. 

CODEN: USXXAM 

Patent 

English 

1 



USA 



PATENT NO. 


KIND 


DATE 


• APPLICATION NO. 


DATE 


Efr 39704-3 — " 


• A . 


19900410 


US 1989-348937 


19890508 


A2 


19901114 


EP 1990-108409 


19900504 


EP 397040 


A3 


19910502 






R: AT, BE, 


CH, DE, 


DK, ES, 


FR, GB, GR, IT, LI, LU, 


NL, SE 


ZA 9003396 


A 


19910227 


ZA 1990-3396 


19900504 


AU 9054691 


Al 


19901108 


AU 1990-54691 


19900507 


AU 623766 


B2 


19920521 






CA 2016214 


AA 


19901108 


CA 1990-2016214 


19900507 


NO 9002003 


A 


19901109 


NO 1990-2003 


19900507 


HU 54139 


A2 


19910128 


HU 1990-2693 


19900507 


HU 207726 


B 


19930528 






JP 03047179 


A2 


19910228 


JP 1990-115936 


19900507 


PRIORITY APPLN. INFO. 






US 1989-348937 


19890508 



OTHER SOURCE (S) 
GI 



CASREACT 113:78182; MARPAT 113:78182 




AB The title compds . [I; R = (substituted) pyrrolyl, indolyl, carbazolyl, 
piper idinylmethyl; Rl = null, H, alkyl, CH2C . tplbond . CH, 

morpholinobutynyl, piperazinylbutynyl ; R2 = null, alkyl CH2C . tplbond. CH; X 
= H, alkyl, alkoxy, halo, CF3; Y = null, H; YY = (CH2)4; dotted lines = 
optional bonds], were prepd. Thus, 4-chloro-7- ( trif luoromethyl ) quinoline 
and lH-pyrrolyl-amine were refluxed in Me2CHOH contg. Et20/HCl to give 
pyrrolylaminoquinoline II as the hydrochloride which at 20 mg/kg s.c. in 
mice gave 48% inhibition of phenylquinone- induced writhing . 

IT 128546-05-4P 128546-06-5P 128546-07-6P ^ ' 

128546-08-7P 128546-09-8P 128546-10-1P 
128546-12-3P 128546-13-4P 128546-15-6P 
128546-16-7P 128546-17-8P 128546-23-6P 
128546-24-7P 128546-25-8P 128569-88-0P 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as analgesic and for treatment of memory dysfunction) 
RN 128546-05-4 CAPLUS ■ 
CN 4-Quinolinamine, N-lH-indol-l-yl- (9CI) (CA INDEX NAME) 
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RN 
CN 



128546-06-5 CAPLUS . Mlll (qr j\ (CA 

4-Quinolinamine, N-lH-indol-l-yl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 

INDEX NAME) 



CM 1 

CRN 128546-05-4 
CMF C17 H13 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 




C02H 



S "S^l^LSfT-O-ethyl-lH-indol-l-yl,-, .onohydrochioride ,9CI, (CA 
INDEX NAME) 
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Me 



• HC1 



RN 128546-08-7 CAPLUS 

CN 4-Quinolinamine, N- ( 3-methyl-lH-indol-l-yl) - (9CI) (CA INDEX NAME) 




Me 



RN 128546-09-8 CAPLUS 

CN 4-Quinolinamine, 7-chloro-N-lH-indol-l-yl-N-propyl- (9CI) (CA INDEX NAME) 




RN 128546-10-1 CAPLUS 

CN 4-Quinolinamine, 7-chloro-N-lH-indol-l-yl-N-propyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 128546-09-8 
CMF C20 H18 CI N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C 




C0 2 H 



RN 128546-12-3 CAPLUS u _ 

CN 9-Acridinamine, l f 2, 3, 4-tetrahydro-N-lH-indol-l-yl-, monohydrochloride 

(9CI) (CA INDEX NAME) 




HC1 



S 9?Ic^din;minr^2 f 3,4-tetrahydro-N-lH-indol-l-yl- (9CI) (CA INDEX NAME) 
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NH 




•RN 128546-15-6 CAPLUS 

CN 9-Acridinamine, 1,2, 3, 4-tetrahydro-N- (3-methyl-lH-indol-l-yl) - (9CI) (CA 
INDEX NAME) 



Me 




RN 128546-16-7 CAPLUS 

CN 9H-Carbazol-9-amine, N-4-quinolinyl- (9CI) (CA INDEX NAME) 




RN 12854 6-17-8 CAPLUS 

CN 9-Acridinamine, 1, 2, 3, 4-tetrahydro-N- (2-methyl-lH-indol-l-yl) - (9CI) (CA 
INDEX NAME) 
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Me 




RN 
CN 



(9CI) (CA INDEX NAME) 



Me 




I 

N— Pr-n 





RN 128546-24-7 CAPLUS ' . 

3 2S»i^&^"3!« »«> 



N- (3-methyl-lH-indol-l-yD -N-propyl 




HC1 
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RN 128569-88-0 CAPLUS 

CN 9H-Carbazol-9-amine, N-4-quinolinyl-, monohydrochloride (9CI) (CA INDEX 
NAME) 




• HC1 



L9 
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PATENT INFORMATION: 



1990:138914 CAPLUS 
112:138914 

Prej3flxa±j»OQ o f N-Pvridinyl-9H-carbaz ol-9-amines as 

analgesics, ajfi \ r.nnvr 1 s«naj: s , antidepressants , and 

Effland", Richard C; Klein, Joseph T.; Davis, Larry; 
Olsen, Gordon E. 

Hoechst-Roussel Pharmaceuticals, Inc., USA 

U.S., 9 pp . 

CODEN: USXXAM 

Patent 

English 

1 



PATENT NO. 



KIND DATE 




155 



APPLICATION NO. DATE 



US 1988-289887 
EP 1989-123612 



A 19890919 

Al 19900704 

Bl 19920805 

R: AT, BE, CH, DE, ES, FR, GB, GR, IT, LI, LU, NL, SE 

AT 79118 E 19920815 

ES 2044043 T3 19940101 

CA 2006529 AA 19900627 



19881227 
19891221 



AT 1989-123612 
ES 1989-123612 
CA 1989-2006529 



19891221 
19891221 
19891222 
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UJ\ 






19900628 


NO 


8905222 


A 


19900628 


AU 


8947203 


Al 


19900705 


AU 


623205 


B2 


19920507 


JP 


02247173 


A2 


19901002 


JP 


07025749 


B4 


19950322 


ZA 


8909904 


A 


19910227 


PRIORITY APPLN. INFO.: 







DK 1989-6621 
NO 1989-5222 
AU 1989-47203 



ZA 1989-9904 
US 1988-289887 
EP 1989-123612 



19891222 
19891222 
19891222 



JP 1989-335256 19891226 



19891227 
19881227 
19891221 



OTHER SOURCE (S) : 
GI 



CASREACT 112:138914; MARPAT 112:138914 




mg/kg p.o. 

IT 125529-86-4P 125529-87-5P 125529-68-6P 
125529-89-7P 125529-90-0P 125529-91-1P 
125529-92-2P 125529-93-3P 125529-94-4P 
125529-95-5P 125529-96-6P 125529-97-7P 

125529- 98-8P 125529-99-9P 125530-00-9P 

125530- 01-OP 125530-02-1P 125530-03-2P 
125530-04-3P 125530-05-4P 125530-06-5P 

125530-07-6P 125530-08-7P fe ininlnaical 

RL: BAG (Biological activity or effector, except adverse) ^SU (Biological 
study, unclassified); SPN (Synthetic preparation); THU Therapeutic use,, 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of, as analgesic, anticonvulsant, antidepressant, and drug for 

memory dysfunction) 
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RN 125529-87-5 CAPLUS 

CN 9H-Carbazol-9-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 125529-88-6 CAPLUS 

CN 9H-Carbazol-9-amine, N-2-propenyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 125529-89-7 CAPLUS 

CN 9H-Carbazol-9-amine, N-butyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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S "m£S£u2 S"! N - 9 „-c« b azc 1 -9- yl -N', N -di» e t hy l-»-4- P yri d i„yl- <«) 

(CA INDEX NAME) 





N- (CH2) 3~NMe2 




RN 
CN 



125529-91-1 CAPLUS 

8-Azaspiro[4.5]decane-7,9-dione, 8- [4- ( 9H-carbazol-9-yl-4- 
pyridinylamino) butyl]- (9CI) (CA INDEX NAME) 





N~ (CH2) 4 N 

N 
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RN 125529-93-3 CAPLUS 

CN 9H-Carbazol-9-amine, N- ( 3-f luoro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 




RN 125529-94-4 CAPLUS 

CN 9H-Carbazol-9-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 125529-95-5 CAPLUS 

CN 9H-Carbazol-9-amine, 3-bromo-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Br 



RN 
CN 




NH 

I 

, ISL 




NAME) 




N— Pr-n. 




Br 



RN 
CN 



H-4-p»ridin,l-. (2 z,-2-b»te„edioate ,X,1) (90) <« 

INDEX NAME) 
CM 1 

CRN 125529-86-4 
CMF C17 H13 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
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Double bond geometry as shown. 



HO2C 




CO2H 



RN 125529-98-8 CAPLUS 

CN 9H-Carbazol-9-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 125529-99-9 CAPLUS 

CN 9H-Carbazol-9-amine, N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 125529-98-8 
CMF C18 H15 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 



RN 125530-00-9 CAPLUS 
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9H-Carbazol-9-amine, N-ethyl-N-4-pyridinyl-, ' (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 125529-87-5 
CMF C19 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C 




C02H 



RN 125530-01-0 CAPLUS . _ TNDFX NAME) 

CN 9H-Carbazol-9-amine, N-propyl-N-4-pyndmyl- (9CI) (CA INDEX NAJXlb 




RN 
CN 



125530-02-1 CAPLUS 9-hni-Pnedioate (1 

9H-Carbazol-9-amine f N-propyl-N-4-pyndinyl-, (2Z)-2 butenedioate u 

(9CI) (CA INDEX NAME) 



CM 1 

CRN 125530-01-0 
CMF C20 H19 N3 
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CM 2 

CRN ' 110-16-7 
CMF C4 H4 04 

Double bond geometry as- shown. 




C02H 

RN 125530-03-2 CAPLUS 

CN 9H-Carbazol-9-amine, N-2-propenyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 125529-88-6 
CMF C20 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 
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S SSS2£-£E5. „- b utyl-»,-4-pyridinyl-, ^hydrochloride ,9c!, <« 

INDEX NAME) 





N— Bu-n 




• HC1 

S S-car b azol-9-yl-»-4-pyridi»yl-, ^hydrochloride ,9CI, 

(CA INDEX NAME) 





0 
li 

N C- Et 

i 



• HC1 

S 9„-C,r„ aZ ol-9-»i"e. H- (3-f luoro-4-pyridinyl) ^hydrochloride <«) 
(CA INDEX NAME) 
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• HC1 

. RN 125530-07-6 CAPLUS 
CN 9H-Carbazol-9-amine, 3-bromo-N-4-pyridinyl- , (2Z) -2-butenedioate (1: 1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 125529-95-5 
CMF C17 H12 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 

RN 125530-08-7 CAPLUS 

CN 9H-Carbazol-9-amine, 3-bromo-N-propyl-N-4-pyridinyl- / (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 
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CRN 125529-96-6 
CMF C20 H18 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H02C 



CO2H 
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2002: 637510 CAPLUS 
137:163836 

N- (Pyridinyl) -lH-ytaol-1 -amines for treatment of 
demvelinating diseases and other conditions 

^^^m^P^^af^bone^ ,Mieh£l P.; - Pett^, -Margaret, 



Aventi\ Pharmaceuticals Inc., USA 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO, 



KIND DATE 




PCT Int\ Appl/ 
CODEN : FXXXD2 
Patent 
English 
1 



60 pp. 




APPLICATION NO. DATE 
\ WO 2002-US5501 ,20020214 



WO 2002064126 A2 20020822 

WO 2002064126 A3 20030220 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

CR, CU, CZ, DE, DK, DM, DZ, EE, ES, FI, GB, GD, GE, GH, GM, HR, 

HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, 

LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, 

SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, OA, UG, US, UZ, VN, 

YU, ZA, ZW, AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 

RW:"GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW, AT, BE, CH, 

CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, TR, 

BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
PRIORITY APPLN INFO. : US 2001-268846P P 20010215 
PRIORITY APPLN. GB 2001-19435 A 20010809 
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OTHER SOURCE(S): MARPAT 137:163836 

AB N- (Pyridinyl) -lH-indol-l-amines are disclosed which provide a unique 
combination of blocking properties for both the potassium and sodium 
channels. These compds . are useful for the treatment of demyelinating 
diseases and conditions, e.g. multiple sclerosis, spinal cord injury, 
traumatic brain injury, and stroke. The compds. are also useful for 
stroke rehabilitation, the treatment of bladder irritation and 
dysfunction, and the treatment of neuropathic pain and chemokine-induced 
pain. 

IT 119229-64-0, HP 184 119229-65-1 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(pyridinylindolamines for treatment of demyelinating diseases and other 
conditions) 
RN 119229-64-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 3- fluoro- 4 -pyridinyl ) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 



RN 119229-65-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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indol-5-ol-methylcarbamate, — [7T) -2-butenedioate 
( [14C]HMR 2420) 
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AUTHOR (S) : 
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SOURCE: 



DOCUMENT TYPE: 

LANGUAGE : 

GI 



osium, 



G i/11, Harpal S . 

Radiochemistry Section, Aventis Pharmaceuticals 
Chemical Development, Cincinnati, OH, 45215, USA 
Synthesis and Applications of Isotopically. Labelled 
Compounds, Proceedings of the Ir 
7th, Dresden, Germany, June 18-^ 
Meeting Date 2000, 280-282. Edii 
Ulrich; Voges, Rolf. John Wiley & Sons Lzd~. 
Chichester, UK. 

CODEN: 69CIJC; ISBN: 0-471-49501-8 
Conference 
English 





H — N 



.C02H 



C02H 



Me 



AB A diazonium chem. route was developed to accomplish the synthesis of 
1- (4-pyridinylamino) -1H- [2-14C] indol-5-ol-methylcarbamate, 

(Z) -2-butenedioate (I, [14C]MDL 106276G-02, [14C]HMR 2420) which is under 
development for tx ^atment of Alzheimer's di sease. The synthetic sequence 
provided I in seven steps from [14C]methyl iodide in 'an overall radiochem. 
yield of 7.2%, specific activity of 52.4 .mu.Ci/mg (20.9 mCi/mmol, 1938.8 
MBq/g), radiochem. purity of 99.9% and chem. purity of 99.7%. 
IT 474380-67-1P 474380-68-2P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of 14C-labeled (pyridinylamino) indole via diazotization of 
14C-labeled hydroxystyrene with pyridinediazonium salt followed by 
carbamate formation and salt formation with maleic acid) 
RN 474380-67-1 CAPLUS 

CN lH-Indol-5-ol-2-14C, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 



14CH 



N NH 




RN 474380-68-2 CAPLUS 

CN lH-Indol-5-ol-2-14C, 1- ( 4-pyridinylamino) 
(CA INDEX NAME) 



methylcarbamate (ester) (9CI) 
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IT 474380-69-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of 14C-labeled (pyridinylamino) indole via diazotization of 
14C-labeled hydroxystyrene with pyridinediazonium salt followed by 
carbamate formation and salt formation with maleic acid) 
RN 474380-69-3 CAPLUS 

CN lH-Indol-5-ol-2-14C, 1- ( 4 -pyridinylamino) methylcarbamate (ester) , 
(2Z)-2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 



CRN 474380-68-2 
CMF C15 H14 N4 02 



0 




CM 2 



CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 
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PATENT INFORMATION: 



CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION 



•ATE 



WO 2000025821 

RW: AT, BE, 
PT, SE 
EP 1154795 

R: AT, BE, 
IE, FI 
PRIORITY APPLN. INFO. 



Al 20000511 
CH, CY, DE, DK, 

Al 20011121 
CH, DE, DK, ES, 



ES, 



W 
FI, 




4999-SE1979 
FR7-GBt-~G] 




EP 1999-957453 
FR, GB, GK, I'lT-il, 



'991103 
IT, LU, 

19991103 
LU, NL, SE, 



MC, NL, 



MC, PT, 



AB 



IT 



RN 
CN 



SE 1998-3760 A 19981104 

WO 1999-SE1979 W 19991103 
A method for treating or preventing the r octlogg J.eqs syndrome and/or the 
periodic limb movements during sleep comprises administration of a choline 
esterase inhibitor (CEI) and, optionally, carbamazepine, clomdme, 
baclofen, hypnotic agent, opioid agonist, and dopaminergic agonist. 
Administration precedes the onset of sleep at night by from zero to three 
hours so as to make the CEI exert a therapeutic effect during a major 
portion of the sleep period. Also disclosed are corresponding 
pharmaceutical compns. and their use, including compns . comprising a 
combination of CEI with carbamazepine, clonidine, baclofen, hypnotic 
agent, opioid agonist, and dopaminergic agonist. 

119257-34-0, Besipirdine ' , , 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(choline esterase inhibitors, alone or with other agents, for treating 
restless legs syndrome and/or periodic limb movements during sleep, and 
diagnostic method) 
119257-34-0 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N— Pr-n 
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2000:273553 CAPLUS 
133:13034 

n ipv^j^-z^r| r o r |or^pi-or subt ypes mediat ing contractions 
ofTKe^rat mesenteric arter^ 
Hussain,- M. B.; Marshall, I. 

Department of Pharmacology, University College London, 
London, UK ^ _ 

European Journal of Pharmacolog^-TSOO'OH) 395 ( 1 ) , 69-76 
CODEN: EJPHAZ; ISSN: 0014-2999 
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PUBLISHER: Elsevier Science- B.V. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The . al pha . 1-adrenoc eptor su btype (s) medi nH nq ^rmf ra tions of the rat 
mes enteric art ery wer'g Investigated using the agonists methoxamine, 
cirazoline, P TTOO and subtype-selective antagonists including BMY 7378. 
The pA2 or apparent pKB values of antagonists against methoxamine 
contractions correlated best with its pKi values at the cloned 
. alpha. lb- (0.88) , with cirazoline, antagonists affinities correlated 
equally well with those at . alpha . la- ( 0 . 79) or the . alpha . lb- ( 0 . 81 ) while 
with P 7480 antagonist affinities correlated best with the 
. alpha . ld-adrenoceptor subtype (0.94). The low affinity est. for 
5-methylurapidil (7.5) against the . alpha . la-selective cirazoline suggests 
an .alpha. lA-subtype mediating contraction is unlikely. Shallow Schild 
plot slopes of subtype selective antagonists against all three agonists 
are consistent with heterogeneity of . alpha . 1-adrenoceptors . P 7480 
(putative . alpha . lD-adrenoceptor-selective) acts primarily at this subtype 
and at another which is more likely to be an .alpha. IB- than an 
.alpha. lA-adrenoceptor. The results with both agonists and antagonists 
are consistent with contractions of the rat mesenteric artery being 
mediated via the .alpha. ID- and possibly . alpha . lB-adrenoceptor . 

IT 138624-41-6, P 7480 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; BIOL (Biological study) 

(. alpha . 1-adrenoceptor subtypes mediating contractions of rat 
mesenteric artery and pharmacol. characterization thereof) 

RN 138624-41-6 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl-, monohydrochloride (9CI) (CA INDEX NAME) 




NH 

CP 



. • HC1 
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CAPLUS COPYRIGHT 2003 ACS 
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131:208484 

Ch olinergic therapies in Alzheimer 1 s. d isease 

Si deli qui, Muhammad F . ; Levey^ Allan I . 

Department of Neurology, Emory University School of 

Medicine, Atlanta, -^^0^22, USA 

Drugs of the Future ({ 1999 K> 24(4), 417-424 

CODEN: DRFUD4; ISSNN0^^8282 

Prous Science 

Journal; General Review 

English 
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AB A review, with 81 refs., on the cholinergic therapies in Alzheimer's 

disease. 
IT 119257-34-0, Besipirdine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(cholinergic therapies in Alzheimer's disease) 
RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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xe'riTTbiotTcs : an updated review 

AJTourashed,- E. A.; Clark, A. M. ; Hufford, C. D. 
Department of Pharmacognosy and National Center 



for 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE 
LANGUAGE : 
AB 



the Development of Natural Products, Research 
Institute for Pharmaceutical Sciences, The University 
of Mississippi, University, MS^gfl^sL USA 
Current Medicinal Chemistry (f^99), 6Q5) , 359-374 
CODEN: CMCHE7; ISSN: 0929-8673 
Bentham Science Publishers 
Journal; General Review 
English \ 
A review with 77 refs. The utilization of microbes' as models for 
mammalian meta b. of xenobiot ics has been well established since the 
concept was first introduced by Smith tend Rosazz/ in the early seventies. 
The core assumption of this concept rests on the fact that fungi are 
eukaryotic organisms that possess metabolizing /enzyme systems similar to 
those present in mammalian systems. Hence, thfe outcome of xenobiotic 
metab. in both systems is expected to beXsimMar, if not identical, and, 
thus, fungi can be used to predict the outcome of mammalian metab. of 
various xenobiotics, including drugs. UtiNl/zing microbial models offers a 
no. of advantages over the use of animals in metab. studies, mainly redn. 
in use of. animals, ease of setup and manipulation, higher yield and 
diversity of metabolite prodn., and lower /cost of prodn. In a 
continuation to our contribution to this /field\ this review will outline 

last seven years to 
mammalian metabolic 



the 



md 

ofNthe concept of 



the results of studies that were conducted over 

emphasize the similarities between the microbial 

pathways of xenobiotics through the endorsement 

"microbial models of mammalian metab."/ 
IT 119257-34-0, Besipirdine / 

RL: BPR (Biological process); BSU (Biological study, unclassified); 

(Biological study); PROC (Process) 

(microbial models of mammalian metab. of xenobiotics) 
RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



BIOL 
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1998:552350 CAPLUS 
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4L- aminopyridine derivatives: a family of nove l 
modulators of voltage-dependent sodium channels 
TangT^Lei; Huger, Francis P.; Klein, Joseph T.; 
Larry; Martin, Lawrence L.; Shimshock, Stephen; 
Effland, Richard C; Smith, Craig P.; Kongsamut, 
Sathapana 

Departments of Neuroscience Research and Chemistry, 
Bridgewater, NJ, 08 807-080Q*— HSA 
Drug Development Research/ 
CODEN: DDREDK; ISSN: 0272^-4391 
PUBLISHER: Wiley-Liss, Inc. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The interactions of a family of aminopyridine derivs . 

voltage-dependent sodium 'channel were examd. by measuring the ability of 
these compds. to inhibit [3H] batrachotoxin binding and veratridine-induced 
increases in [Ca2+]i. Aminopyridines substituted with indole, carbazole, 
and pyrrole rings were evaluated. All compds. that had an arom. ring 
linked to the amine group of 4 -aminopyridine showed pos . results in both 
assays. For example, the most potent compd. , besipirdine 
(N- (n-propyl ) -N- (4-pyridinyl ) -lH-indol-l-amine) , had IC50 values of 5 
.mu.M and 23.8 .mu.M in the two assays, resp. Small substitutions on 
either the arom. ring or on 4-aminopyridine did not substantially change 
their potencies. Indoles linked to the amino group of 2- and 
3-aminopyridine also showed pos. results. These results indicate that 
aminopyridine derivs. substituted with an arom. ring on the amino nitrogen 
are inhibit or" " r 1 11111 '"j" i P p^nrj Pn t s odium chann els. 

IT 



44(1), 8-13 



with Site II of the 
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channels) 
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Br 



RN 119229-54-8 CAPLUS 

CN IH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



9 

N— Pr-n 




Br 



RN 119229-60-6 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 
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CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -3-methyl- (9CI) (CA INDEX 
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Me 



RN 125529-86-4 CAPLUS 

CN 9H-Carbazol-9-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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CN 9H-Carbazol-9-amine, N-butyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 125529-94-4 CAPLUS 

CN 9H-Carbazol-9-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 125529-96-6 CAPLUS 

CN 9H-Carbazol-9-amine, 3-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX 
NAME) 




Br 
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CN lH-Indol-5-ol, 1- [( 3-f luoro-4-pyridinyl ) propylamine] - (9CI) (CA INDEX 
NAME) 
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RN 141287-65-2 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- ( 4-pyridinylamino) - .(9CI) (CA INDEX NAME) 



HO 




NH 

-N. 



Me 



RN 141287-68-5 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



HO' 




N- Pr-n 

i 



Me 



RN 141287-72-1 CAPLUS 

CN lH-Indol-5-ol, 1- [( 3-f luoro-4-pyridinyl) propylamine] -3-methyl- (9CI) (CA 
INDEX NAME) 
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CN lH-Indol-l-amine, N- ( 3-methyl-4-pyridinyl) - (9CI) (CA INDEX NAME) 




RN 159732-26-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 2-methylpropyl) -N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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CN lH-Indol-l-amine, N- ( 1 -methyl ethyl) -N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 159732-38-4 CAPLUS 

CN lH-Indol-l-amine, N- (3-chloro-4-pyridinyl) - (9CI) (CA INDEX NAME) 




RN 159732-42-0 CAPLUS 

CN lH-Indol-l-amine, N- (3-chloro-4-pyridinyl) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 




Me 



RN 173341-09-8 CAPLUS 

CN lH-Indol-l-amine, 3-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



CI 




RN 173341-11-2 CAPLUS 
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CN lH-Indol-l-amine, 3-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



CI 




RN 188028-69-5 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-chloro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 188028-84-4 CAPLUS 

CN 3,4-Pyridinediamine, N4-lH-indol-l-yl- (9CI) (CA INDEX NAME) 




RN 188028-89-9 CAPLUS 

CN lH-Indole-3-methanamine, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



H2N-CH2 




RN 188028-95-7 CAPLUS 

CN lH-Indole-3-ethanamine, 1- (4-pyridinylamino) - (9CI) (CA INDEX NAME) 




RN 210237-02-8 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-chloro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
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N NH 
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AB Title compds. (I; R = H, alkyl, hydroxyalkyl ; X = H, OH, alkoxy 
phenylalkoxy, aminocarbonyloxy; Y = H, halo), were prepd. as 
acetylcholinesterase inhibitors and analgesics (no data) . Thus, 
N-propyl-N- ( 4-pyridinyl) -N- (1-indolyl) amine was stirred 72 h with 
T1(N03)3.3H20 in MeOH to give I (X, Y = H; R = Pr) . 

IT 119257-33-9 119257-34-0 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(prepn. of pyridinylaminoisatin derivs. as acetylcholinesterase 
inhibitors and analgesics) 

RN 119257-33-9 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Pr-n 
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II 



AB The title compds . [I; R = H, Cl-6 alkyl, C2-6 alkenyl, etc.; R1-R3 = H, 
halo, Cl-6 alkyl, etc.; R1R2 = (un) substituted benzene ring fused to the 
pyrrole ring; R4 = H, halo, NH2, Cl-6 alkyl; n = 0-1] and their salts, 
useful for treating a patient in need of relief from convulsions, were 
prepd. Thus, treatment of N- ( 4-pyridinyl ) -lH-indol-1 -amine with NaH in 
DMF followed by addn. of 1-bromopropane afforded II.HC1 which showed IC50 
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of 5 .mu.M against [3H] Batrachotoxin binding. 
IT 119229-38-8P 119229-43-5P 119229-46-8P 
119229-50-4P 119229-57-1P 119257-33-9P 
159732-16-8P 159732-18-0P 173341-09-8P 
173677-77-5P 188028-92-4P 188028-98-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(prepn. of N- (pyrrol-l-yl) pyridinamines as anticonvulsant agents) 
RN 119229-38-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-43-5 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




CH= CH2 



RN 119229-46-8 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119229-50-4 CAPLUS 

CN IH-Indol-l-amine, 5-bromo-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Br 

RN 119229-57-1 CAPLUS 

CN IH-Indol-l-amine, 5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-33-9 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridiriyl- (9CI) (CA INDEX NAME) 
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NH 



RN 159732-16-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



N. 




N- Pr-n 

. N^ 




CHO 

RN 159732-18-0 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 





N- Pr-n 

i 

N^ 



CH=CH2 
RN 173341-09-8 CAPLUS 

CN lH-Indol-l-amine, 3-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



CI 



N NH 




N 
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RN 173677-77-5 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) -, oxime (9CI) 
INDEX NAME) 



HO- N= CH 




RN 188028-92-4 CAPLUS 

CN lH-Indole-3-acetonitrile, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 



NC- CH2 




RN 188028-98-0 CAPLUS 

CN lH-Indol-l-amine, N-.( 5-chloro-3-pyridinyl ) - (9CI) (CA INDEX NAME) 




CI 



IT 119229-37-7P 119229-39-9P 119229-40-2P 
119229-41-3P 119229-44-6P 119229-45-7P 
119229-47-9P 119229-48-0P 119229-49-1P 
119229-51-5P 119229-52-6P 119229-53-7P 
119229-54-8P 119229-55-9P 119229-56-0P 
119229-58-2P 119229-59-3P 119229-60-6P 
119229-61-7P 119229-62-8P 119229-63-9P 
119229-64-0P 119229-65-1P 119229-68-4P 
119229-69-5P 119257-32-8P 119257-34-0P 
119257-35-1P 119257-36-2P 119257-37-3P 
119257-38-4P 119257-39-5P 119257-40-8P 
119257-41-9P 119257-43-1P 130953-69-4P 
141287-61-8P 141287-62-9P 141287-65-2P 
141287-68-5P 141287-69-6P 141287-72-1P 
145660-10-2P 159732-08-8P 159732-09-9P 
159732-10-2P 159732-14-6P 159732-20-4P 
159732-22-6P 159732-24-8P 159732-26-0P 
159732-28-2P 159732-30-6P 159732-32-8P 
159732-34-0P 159732-38-4P 159732-41-9P 
159732-42-0P 159732-43-1P 159732-44-2P 
173341-10-1P 173341-11-2P 173341-12-3P 
188028-38-8P 188028-65-1P 188028-69-5P 
188028-74-2P 188028-77-5P 188028-84-4P 
188028-89-9P 188028-95-7P 188029-00-7P 
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188029-02-9P 188029-52-9P 188029-56-3P 
188029-59-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of N- (pyrrol-l-yl ) pyridinamines as anticonvulsant agents) 
RN 119229-37-7 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



RN 119229-39-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-38-8 
CMF C15-H13 N3 O 




N- Pr-n 





. N-Me 




N. 



CHO 



CM 



2 



CRN 
CMF 



110-16-7 
C4 H4 04 



Double bond geometry as. shown. 




CO2H 



RN 



119229-40-2 CAPLUS 
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CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-41-3 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 0 . 




CHO 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119229-44-6 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
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CMF C16 H15 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119229-45-7 CAPLUS 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride ( 9CI ) 
(CA INDEX NAME) 




Et 



• HC1 

RN- 119229-47-9 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) <9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 



RN . 119229-48-0 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- (9CI). (CA INDEX NAME) 




CI 



RN 119229-49-1 CAPLUS 

CN IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- / (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 
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CI 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 

RN 119229-51-5 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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HO2C 




C0 2 H 



RN 119229-52-6 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



RN 119229-53-7 CAPLUS 

CN IH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-52-6 
CMF C14 H12 Br N3 




N- Me 




Br 




N— Me 




Br 



CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 




C0 2 H 
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RN 119229-54-8 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Pr-n 

Br 



RN 119229-55-9 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- / (2Z) -2-butenedioate 
(1:1) (9CI)' (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 

RN 119229-56-0 CAPLUS 

CN IH-Indol-l-amine, 5-nitro-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 
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• HC1 



RN 119229-58-2 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-59-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 119229-58-2 
CMF C14 H12 N4 02 




CM 2 
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CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 119229-60-6 CAPLUS 

CN IH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-61-7 CAPLUS 

CN -IH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 




Me 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 
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0 0 

II II 
HO- C- C- OH 

RN 119229-62-8 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-63-9 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 

RN 119229-64-0 CAPLUS 
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CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 



RN 119229-65-1 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl- ( 9CI ) (CA 
INDEX NAME) 




Me 



RN 119229-68-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 



F' 




N- Pr-n 



HC1 
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RN 11922 9-69-5 CAPLUS 

CN IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 119257-32-8 CAPLUS 

CN IH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-35-1 CAPLUS 

CN IH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Et 



RN. 119257-36-2 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 



RN 119257-37-3 CAPLUS 

CN IH-Indol-l-amine, N-methyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119257-38-4 CAPLUS 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-39-5 CAPLUS 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- , (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 



Page 141 




N 



N- Et 




CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C 




C02H 



RN 119257-40-8 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN .119257-34-0 
CMF C16 H17 N3 




N- Pr-n 




CM 



2 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 
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C02H 



RN 119257-41-9 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl-, (2Z) -2- 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119257-43-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 




Me 
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RN 130953-69-4 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 




•N N" 

I 

n-Pr 



• HC1 



RN 141287-61-8 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] -, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 141287-62-9 CAPLUS 

CN lH-Indol-5-ol, 1- [ (3-f luoro-4-pyridinyl) propylamino] - (9CI) (CA INDEX 
NAME) 




RN 141287-65-2 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 
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HO 




NH 

i 



Me 



RN 141287-68-5 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



HO 




N— Pr-n 

i 

• Nv 



\ 



Me 



RN 141287-69-6 CAPLUS ■ 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamxno) -, ethanedioate (2.1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141287-68-5 
CMF C17 H19 N3 0 




N- Pr-n 



H0 Me 



CM 2 

* CRN 144-62-7 
CMF C2 H2 04 
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II II 

C- C~ OH 



RN 141287-72-1 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamine] -3-methyl- (9CI) 
INDEX NAME) 




RN 145660-10-2 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 




RN 159732-08-8 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 159732-09-9 CAPLUS 

CN lH-Indol-l-amine, N- (3-methyl- 4 -pyridinyl) - (9CI) (CA INDEX NAME) 
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Me 





NH 

i 



RN 
CN 



iH- 7 Ind;i 0 -i?amSe^-(3-raethyl-4-pyridinyl)-N-propyl- (9CI) (CA INDEX 
NAME) 



Me 





N- Pr-n 

i 



S ;" 7 Ind;i-l-a»^-,3-fluoro-4- Pyt idin y l,-2- M t hy l- ,9CI, ,CA INDEX 
NAME) 




Me 



RN 159732-20-4 CAPLUS TNDFX NAME) 

CN IH-Indol-l-amine, 3-ethyl-N-propyl-N-4-pyr 1 d 1 nyl- (9CI) (CA INDEX NAME) 
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Et 



RN 159732-22-6 CAPLUS 

CN lH-Indol-l-amine, N-butyl-N-4~pyridinyl- (9CI) (CA INDEX NAME) 




N— Bu-n 
RN 159732-24-8 CAPLUS 

CN IH-Indol-l-amine, N-2-propynyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- CH2~C=CH 




RN 159732-26-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 2-methylpropyl ) -N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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N— Bu-i 

I 



S S-J^ (9d> (CA INDEX NAME) 




N- (CH2) 4-Me 

N. 



S ^-Sd^I-aio^ (9CI) (CA INDEX NAME) 




Me 

I 

- CH- Et 



CN iL 97 Ind;f-l^minrN-(l-rnethylethyl)-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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N- Pr-i 



RN 159732-34-0 CAPLUS 

CN IH-Indol-l-amine, 2-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 159732-38-4 CAPLUS 

CN IH-Indol-l-amine, N- (3-chloro-4-pyridinyl) - (9CI) (CA INDEX NAME) 




NH 

RN 159732-41-9 CAPLUS 

CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -2-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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N— Pr-n 




Me 



RN 159732-42-0 CAPLUS 

CN lH-Indol-l-amine, N- (3-chloro-4-pyridinyl) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 




RN 159732-43-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-2-propenyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 





N- CH2-CH=CH2 
N^ 



HC1 



RN 159732-44-2 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -N-2-propenyl- 
NAME) 



(9CI) (CA INDEX 
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RN 173341-10-1 CAPLUS 

CN Benzoic acid, 2-hydroxy-, compd. with 3-chloro-N-4-pyridinyl-lH-indol-l- 
amine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173341-09-8 
CMF C13 H10 CI N3 



CI 




CM 2' 

CRN 69-72-7 
CMF C7 H6 03 




C0 2 H 
OH 



RN 173341-11-2 CAPLUS 

CN lH-Indol-l-amine, 3-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



CI 




RN 173341-12-3 CAPLUS 

CN lH-Indol-1 -amine, 3-chloro-N-propyl-N-4 -pyridinyl- , monohydrochloride 
(9CI) (CA INDEX NAME) 
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HC1 



RN 188028-38-8 CAPLUS /07v TXin „ v 

CN lH-Indol-l-amine, N- ( 3-chloro-4-pyridinyl) -2-methyl- (9CI) (CA INDEX 

NAME) 




N NH (f^l 

CI 



RN 188028-65-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-2-propenyl- (9CI) 
(CA INDEX NAME) 



Me 




CH2~CH= CH2 
■ N N- 

N 




RN 188028-69-5 CAPLUS 

CN lH-Indol-l-amine, N- (3-chloro-4-pyridmyl) -N-propyl- (9CI) (CA INDEX 
NAME) 



Pr-n 
N N 1 




x>N 



CI 



RN 188028-74-2 CAPLUS , % „ n ' i ton\ rraTMOPX 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-2-propynyl- (9CI) (CA INDEX 

NAME) 
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RN 188028-77-5 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-2-propynyl- (9CI) 
(CA INDEX NAME) 



Me 




RN 188028-84-4 CAPLUS 

CN 3, 4-Pyridinediamine, N4-lH-indol-l-yl- (9CI) (CA INDEX NAME) 




RN 188028-89-9 CAPLUS 

CN lH-Indole-3-methanamine, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




RN 188028-95-7 CAPLUS 

CN lH-Indole-3-ethanamine, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 



H2N-CH2-CH2 




N NH 




RN 188029-00-7 CAPLUS 

CN lH-Indol-1 -amine, N-3-pyridinyl- 



(9CI) (CA INDEX NAME) 
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RN 188029-02-9 CAPLUS 

CN lH-Indol-l-amine, N-2-pyridinyl- (9CI) (CA INDEX NAME) 



RN 188029-52-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridxnylammo) 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173677-77-5 
CMF C17 H18 N4 0 



HO- N= CH 





CM 



2 



CRN 
CMF 



110-16-7 
C4 H4 04 



Double bond geometry as shown. 




C0 2 H 



RN 188029-56-3 CAPLUS s , L j u . . , 

CN lH-Indole-3-methanamine, 1- (propyl-4-pyridinylamino) -, dihydrochlor3.de 

(9CI) (CA INDEX NAME) 
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H2N-CH2 




• 2 HC1 



RN 188029-59-6 CAPLUS 

CN lH-Indole-3-ethanamine, 1- ( 4-pyridinylamino) (2Z) -2-butenedioate (1 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 188028-95-7 
CMF C15 H16 N4 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 



IT 119229-75-3 141287-59-4 141287-64-1 
141287-66-3 141287-71-0 188029-86-9 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(prepn. of N- (pyrrol-l-yl) pyridinamines as anticonvulsant agents) 
RN 119229-75-3 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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NH 

I 

ISk 



MeO 



5 i"lnd;i-I-a„Sr»-(3- f luo t o-4-py t idi„ y l,-5-, P he„ y l»etho» y ,-»- P r„ Pyl - 
(9CI) (CA INDEX NAME) 



F 




Ph-CH2~0 



CO 



N- Pr-n 

i 

N. 



S ;5-I„d;":-a„in^°3- M th y l-5- l phen y l»et t ,o xy ,- S: 4-pyridi„ yl - ,9CI, <CA 



CN 

INDEX NAME) 




NH 



Ph-CH2-0 Me 

3 iS-IndowUnri^l-S- <ph« y l« e t h o* y , - N - pr op y l-»-4- Py rldin y l- (5CX, 
(CA INDEX NAME) 
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Ph- CH2~0' 




RN 141287-71-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-5- (phenylmethoxy) -N- 
propyl- (9CI) (CA INDEX NAME) 



Ph- CH2-O' 




RN 188029-86-9 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-nitro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 




02N 



N NH 
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AB The figure no. 



CAPLUS COPYRIGHT 2003 ACS 
1997:545514 CAPLUS 
127:188033 

M icrobial models of mammalian metabolism: 
biotransformations of HP 74 9 (rbeSlplrdine) using 
Cunninghamella elegans. [Erratum to document cited in 
CA127: 158856] 

Rao, Geeta P. ; Davis, Patrick J. 
Coll. Pharm., Univ. Texas, Austin-r^TXT^sIJSA 
Drug Metabolism and Disposition 9-97)^/25 (8) , 1016 
CODEN: DMDSAI; ISSN: 0090-9556 
Williams & Wilkins 
Journal 
English 

in parentheses in the ref . on line 17, column 2, of page 



713 should be Fig. 5. Fig. 6 with its complete legend is given. 

IT 119257-34-0, Besipirdine 

RL: BPR (Biological process); BSU (Biological study, unclassified); BIOL 
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(Biological study); PROC (Process) 

(biotransformations of HP 749 (besipirdine) using Cunnmghamella 

elegans (Erratum) ) 
CN ^-Indol-l-amine M N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




IT 119257-33-9 141287-49-2 141287-55-0 

RL? 4 BSlMBiological study, unclassified); MFM (Metabolic formation); BIOL 
(Biological study); FORM (Formation, nonpreparative) 

(biotransformations of HP 749 (besipirdine) using Cunnmghamella 
elegans (Erratum) ) 
RN 119257-33-9 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 141287-49-2 CAPLUS 
CN 



lH-Indol-5-ol, l-(4-pyridinylamino)- (9CI) (CA INDEX NAME) 




CN iH-Indol-5-oi? A l-(propyl-4- P yridinylamin^ (9CI) (CA INDEX NAME) 
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RN 193490-35-6 CAPLUS 

CN lH-Indolol, l-(4-pyridinylamino)- (9CI) (CA INDEX NAME) 




Dl-OH 
IT 193416-08-9P 

RL: BSU (Biological study, unclassified); MFM (Metabolic formation); PUR 
(Purification or recovery); SPN (Synthetic preparation); BIOL (Biological 
study); FORM (Formation, nonpreparative) ; PREP (Preparation) 

(biotransformations of HP 749 (besipirdine) using Cunninghamella 
elegans (Erratum) ) 
RN 193416-08-9 CAPLUS 

CN lH-Indol-l-amine, 5-propoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



n-PrO 




n-Pr 
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CAPLUS COPYRIGHT 2003 ACS 
1997:281669 CAPLUS 
127:13310 

Pharmacologi cal activity a nd safety prnf-Mp of J^ m^SR. 
a n ovel,, orally active ac etylcholinesterase inhibitor 
for Alzheimer's disease 

Smi' t -fa~,~Crai g^ P.J ; — Bore's, Gina M.; Petko, Wayne; Li, 
'Mary; Sei^T^David E.; Rush, Douglas K. ; Camacho, 
Fernando; Winslow, James T.; Fishkin, Rod; Cunningham, 
Dana M.; Brooks, Karen M.; Roehr, Joachim; Hartman, 
Harold B.; Davis, Larry; Vargas, Hugo M. 
Neuroscience Therapeutic Domain, Hoechst Marion 
Roussel, Inc., Bridgewater, NJ, USA 

Journal of Pharmacology and Experimental Therapeutics 
4*9Vf-£ 280(2), 710-720 
CODENi/JPETAB; ISSN: 0022-3565 
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PUBLISHER: Williams & Wilkins 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB P10358 [l-[ (3-fluoro-4-pyridinyl) amino] -3-methyl-l (H) -indol-5-yl Me 

carbamate] is a potent, reversible acetylcholinesterase inhibitor that 
produces central cholinergic stimulation after oral and. parental 
administration in rats and mice. P10358 is a 2.5 times more potent 
acetylcholinesterase inhibitor than THA in vitro (IC50 = 0.10 .+-. 0.02 

mu.M vs. IC50 = 0.25 .+-. 0.03 .mu.M). It also inhibits 
butyrylcholinesterase activity as potently as THA (IC50 = 0.08 .+-.0.05 
.mtuM vs. IC50 = 0.07 .+-. 0.01 .mu.M). Ex vivo, P10358 (0.2-20 mg/kg, 
p.o.) produced dose-dependent inhibition- of brain acetylcholinesterase 
activity. At 10 and 20 mg/kg, it produced profound and long-lasting 
hypothermia in mice. P10358 enhanced performance in rats in a step-down 
passive avoidance task (0.62 and 1.25 mg/kg) and in a social recognition 
paradigm (0.32, 0.64 and 1.25 mg/kg) in mice. It reversed 
scopolamine-induced deficits in the Morris Water maze in rats (1.256 and 
2.5 mg/kg) and a higher dose elevated striatal homovanillic acid levels. 
These behavioral and biochem. effects are consistent with central 
cholinergic stimulation. Hemodynamic studies in the rat demonstrated a 
16-fold sepn. between behaviorally active doses (1.25 mg/kg) and those 
that elevated arterial pressure (20 mg/kg) . Lethality in rats occurred at 
an oral dose of 80 mg/kg, but not at lower doses. Chem. , P10358 is an 
N-aminoindole and may not have the hepatotoxic liability assocd with 
aminoacridine structure of tacrine. P10358 had weak affinity (>10 .mu.M) 
at a variety of aminergic and peptidergic receptors and uptake carriers. 
These properties suggest that P10358 may be a safe and promising 
symptomatic treatment of Alzheimer's disease. 
IT 188240-59-7, P 10358 . , 

RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse); BSU (Biological study, unclassified); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(Pharmacol, activity and safety of N-aminoindole P-10358 as orally 
active acetylcholinesterase inhibitor for Alzheimer's disease) 
RN 188240-59-7 CAPLUS ^ 
CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) amino] -3-methyl-, methylcarbamate 
(ester) (9CI) (CA INDEX NAME) 
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Microbial models of ma mma jj ^artja^babo 1 i sm : 
biotransfo.rmations of &F~TT9 (besipirdine) using 
Cunninghamella elegans 
Rao, Geeta P.; Davis, Patrick J. 
Coll. Pharm., Univ. Texas, ^usij^TX, USA 
Drug Metabolism and Disposition^ ( VTFU , 25(6), 709-715 
CODEN: DMDSAI; ISSN: 0090-95561 J 

Williams & Wilkins ^ 

Journal 
English 
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AB HP 749 (besipirdine; I) and related analogs belonging to the 

N- (4-pyridinyl) -lH-indol-l-amine class of compds . have shown a potential 
to mitigate multiple biochem. deficits assocd. with Al^ frpi mprj s disease. 
I hn~_r1f7mr7n^trnti^rf ^h^l + p and noradrenergic a ctivities both in vitro 

and in vivo and has potential for the symptomatic treatment of Alzheimer's 
disease. The 3 primary metabolites of I in dogs, rats, and humans result 
from hydroxylation of the indole ring, N-dealkylation of the parent 
compd., and sequential hydroxylation and dealkylation . The fungus C. 
elegans (ATCC 36112) converts 25% of I in a dextrose -broth to yield 4 
metabolites, 3 of which have been reported in mammalian systems. 
Preparative scale fermn. allowed for the isolation of the major fungal 
metabolite (II) resulting from hydroxylation of the indole nucleus at 
position 5 (16%). Addnl . minor fungal metabolites ' were formed as a result 
of N-dealkylation (2%), and sequential N-dealkylation and arom. 
hydroxylation (2.5%). C. elegans is being used as a model to help predict 
and generate the logical mammalian meta bolites of related structural 
analogs of I . - " ~ ' 

IT 119257-34-0, Besipirdine 

RL: BPR (Biological process); BSU (Biological study, unclassified); BIOL 
(Biological study); PROC (Process) 

(biotransformations of HP 749 (besipirdine) using Cunninghamella 
elegans) 

RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Pr-n 

IT 119257-33-9 141287-49-2 141287-55-0 ' 
193490-35-6 

RL: BSU (Biological study, unclassified); MFM (Metabolic formation); BIOL 
(Biological study) ; FORM (Formation, nonpreparative) 

(biotransformations of HP 749 (besipirdine) using Cunninghamella 
elegans) 
RN 119257-33-9 CAPLUS 
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CN lH-Indol-l-amine. N-4-pyridinyl- (9CI) (CA INDEX NAME) 




NH 



CO 



S ^Ind^i-ol^-llpyrldinylaMno,- (9CI) «« INDEX HAME, 



HO 




NH 

I 

1 



RN 141287-55-0 CAPLUS 
CN in 



^nd;i-5-oiri-(propyl-4-pyridinyla m inc,- (9CI) (CA INDEX NAME) 



N— Pr-n 



HO 
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Dl- OH 
IT 193416-08-9P 

. RL: BSU (Biological study, unclassified); MFM (Metabolic formation); PUR 
(Purification or recovery)'; SPN (Synthetic preparation); BIOL (Biological 
study); FORM (Formation, nonpreparative) ; PREP (Preparation) 

(biotransformations of HP 749 (besipirdine) using Cunninghamella 
elegans) 
RN 193416-08-9 CAPLUS 

CN lH-Indol-l-amine, 5-propoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



n-PrO 




N N 



n-Pr 




N 
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.alpha. -Adrenergic activity and cardiov ascular effects 
of besipirdine HC1 (HP 749) and iueLabollLd P/4^-in 
vitro and in the conscious rat and dog 
Hubbard, John W.; Nordstrom, Scott T.; /SmTth"7 'CraigV 
P.; Brooks, Karen M. ; Laws-Ricker, Lynn; Zhou, Lily; 
Vargas, Hugo M. 

Clinical Res. Dep., Hoechst Marion Roussel, Inc., 
Bridgewater, NJ, 08807-0800, USA 

Journal of Pharmacology and Experimental Therapeutics 
(Tl?^ 281(1), 337-346 

JPETAB; ISSN: 0022-3565 
Williams & Wilkins 
Journal 
English 

Besipirdine displays potent adrenergic activity in a variety of pharmacol . 
and behavioral tests~ aasea on rnis property, the authors evaluated the 
effects of besipirdine and its N-despropyl metabolite N-despropyl- 
besipirdine (P7480) o n cardiovascular function in rats and dogs. 
Besipirdine and P7 4 80 bind alpha-2 adrenoceptors (KI: 380 and 10 nM, 
resp.) and facilitate the stimulated release of [3H] norepinephrine from 
rat cortical slices due to presynaptic autoreceptor blockade. In rat ■ 
aorta rings and the pithed rat, P7480, but not besipirdine, also behaved 
as a postsynaptic alpha-1 adrenoceptor agonist. In conscious rats, 
besipirdine (2-10 mg/kg, p.o.) and P.7480 (3-10 mg/kg, p.o.) produced 
dose-related increases in mean arterial pressure. Inhibition of hepatic 
cytochrome P 4 50 enzyme activity blocked the pressor effect of 
besipirdine, but not of P7480; therefore, P7480 mediated besipirdine 1 s 
pressor effect. The bradycardia after either agent was unaffected. In 
conscious dogs, besipirdine (0.1-2 mg/kg, p.o.) also produced dose-related 
hypertension and bradycardia. The hypertension, but not the bradycardia, 
were sensitive to prazosin (3 mg/kg, p.o.), but not hexamethonium (10 
mg/kg, p.o.). Muscarinic and beta-adrenergic receptor blockade studies in 
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anesthetized dogs demonstrated the bradycardia to be due to withdrawal of 
cardiac sympathetic tone. These findings suggest that besipirdine ' s 
peripheral hypertensive effect is primarily mediated by the pressor 
metabolite P7480, although facilitated norepinephrine release may 
contribute . Besipirdine ^ hrnrlyr n r^i c acJtLoc TP Qar ° tn hQ rpnt-rall v 
mediated, because botn^compds . lacked direct neg . chronotropic activity o 
spontaneously h ating guinea pig atria in vitro. 
IT 130953-69-4, Besipirdine hydrochloride 

RL: ADV (Adverse effect, including toxicity); BIOL (Biological study) 

( .alpha. -adrenergic activity and cardiovascular effects of besipirdine 
HC1 (HP 74 9) and metabolite P7480 in vitro and in conscious rat and 
dog) 

RN 130953-69-4 CAPLUS . 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 

INDEX NAME) 




• HC1 

IT 138624-41-6, P7480 _ , 

RL: ADV (Adverse effect, including toxicity); BSU (Biological study, 
unclassified) ; MFM (Metabolic formation) ; BIOL (Biological study) ; FORM 
(Formation, nonpreparative) , 

( .alpha. -adrenergic activity and cardiovascular effects of besipirdine 
HC1 (HP 74 9) and metabolite P7480 in vitro and in conscious rat and 
dog) 

CN lH-Indol-l-amine, N-4-pyridinyl-, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 
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rapeutic 



7(2), 



IT 



RN 
CN 



relationships of l-[ (3-f luoro-4-pyridinyl ) amino] -3- 
methyl-lH-indol-5-yl methyl carbamate (P10358), a 
n ovel acetylcholinesterase inhibitor 

Martin, Lawrence L.~; uavis~7 — Edll'y; Klein, Joseph T.; 
Nemoto, Peter; Olsen, Gordon E . ; Bores, Gina M.; 
Camacho, Fernando; Petko, Wayne W.; Rush, Douglas K.; 
et al. 

Hoechst Marion Roussel Inc., Neuroscience^ 
Area, Bridgewater, NJ, 08807-0800, USA 
Bioorganic & Medicinal Chemistry Letters! 
157-162 

CODEN: BMCLE8; ISSN: 0960-894X 
Elsevier 
Journal 
English 

A serie s of carb ama te ^a nalogs of besipirdine (HP 749) was synthesized as 
potential agents with Enhanced cholinomimetic properties for the treatment 
of *-Al^ heime r ' s disease. P10358, 1- [ (3-f luoro-4-pyridinyl ) amino] -3-methyl- 
lH-indol-5-yl We carbamate, emerged as a potent, reversible 
acetylcholinesterase inhibitor that significantly rnhnnrod prrfnrmni 
oral or parenteral administration in learning and mem^j^-^a-radigms . 
141287-70-9P 141287-72-1P 188240-58-6P " 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation) 

(Reactant or reagent) 

(intermediate; synthesis and structure-activity relationships of 
besipirdine carbamate analogs as acetylcholinesterase inhibitors) 

141287-70-9 CAPLUS 

lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-5- (phenylmetho'xy) - 
(9CI) (CA INDEX NAME) 
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on 



RACT 



Ph-CH2-0' 




RN 141287-72-1 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] -3-methyl- (9CI) (CA 
INDEX NAME) 




. N- Pr-n 



Me 
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RN 188240-58-6 CAPLUS 

CN lH-Indol-5-ol, l-[ (3-f luoro-4-pyridinyl) amino] -3-methyl- (9CI) 
NAME) 



(CA INDEX 




N NH 




IT 141287-42-5P 141287-43-6P 141287-44-7P 
141287-45-8P 188240-59-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(synthesis and structure-activity relationships of besipirdine 
carbamate analogs as acetylcholinesterase inhibitors) 
RN 141287-42-5 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamine] -3-methyl-, 
methylcarbamate (ester) (9CI) (CA INDEX NAME) 



O 



MeNH- C- 0 




RN 141287-43-6 CAPLUS 

CN Carbamic acid, butyl-, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] -3-methyl-lH- 
indol-5-yl ester (9CI) (CA INDEX NAME) 



n-BuNH-C- 0 




RN 141287-44-7 CAPLUS 

CN Carbamic acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl ) propylamine] -3-methyl-lH- 
indol-5-yl ester (9CI) (CA INDEX NAME) 
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Me- (CH2) 6~NH-C-0" 




RN 141287-45-8 CAPLUS 

CN Carbamic acid, (phenylmethyl ) - , 1- [ (3-fluoro-4-pyridinyl)propylamino] -3- 
methyl-lH-indol-5-yl ester (9CI) (CA INDEX NAME) 



Ph- CH2-NH-C- O 




RN 188240-59-7 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) amino] -3-methyl-, methyl carbamate 
(ester) (9CI) (CA INDEX NAME) 



MeNH-C- O. 




N NH 




N 



IT 119257-34-0, Besipirdine 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(synthesis and structure-activity relationships of besipirdine 
carbamate analogs as acetylcholinesterase inhibitors) 
RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Roy; unlsson, "Susan M. ; Bores, Gina M. ; Petko, Wayne 
W.; Roehr, Joachim E. ; Kongsamut, Sathapana 

CORPORATE SOURCE: Neuroscience Therapeutic Domain, Somerville, NJ, 
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SOURCE: Neurochemical Research fay9&n 21(5), 575-583 

. CODEN: NEREDZ; ISSN: 0364^3190 
PUBLISHER: Plenum 
DOCUMENT TYPE: • Journal 
LANGUAGE: English 

AB Examn. of HP 184, [N-n-propyl-N- (3-f luoro-4-pyridinyl) -lH-3-methylindodel- 
1-amine hydrochloride], in a variety of tests for serotonergic activity 
revealed some unique properties of this compd. The authors report here 
that 100 .mu.M HP 184 enhanced spontaneous release of [3H] serotonin (5-HT) 
from rat hippocampal slices. This release was independent of the uptake 
carrier. In vivo assays confirmed that HP 184 {20 mg/kg, i.p.) lacked 
significant interactions at the norepinephrine (NE) or 5-HT uptake carrier 
itself. Notably, HP 184 (15 mg/kg, i.p.) reduced drinking behavior in 
schedule-induced polydipsic (SIP) rats (a behavioral model for obsessive 
compulsive disorder) . The authors previously reported that some selective 
5-HT reuptake inhibitors decrease SIP 30-40% after a 14-21 day treatment. 
In the current study, HP 184 decreased SIP beginning with the first 
treatment, and this redn. (30%) was maintained for 28 days. The authors 
further investigated HP 184 and serotonin metabolite levels. One hour 
after i.p. administration of 30 mg/kg HP 184, the ratio of whole brain 
5-hydroxyindoleacetic acid (5-HIAA) to 5-HT was increased, suggesting 
seroto ne xuii t» eti.vation. Under these conditions, the brain-plasma ratio 
of HP 184 was approx. 2:1, with brain concns . of 1 . 6 .mu.g/g. The authors 
speculate that the' spontaneous release effects of HP 184 may be 
responsible for the behavioral effects obsd. 

IT 119229-64-0, HP~TS3 " 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); THU (Therapeutic use) ; BIOL (Biological study); USES 
(Uses) 

(serotonergic activity of HP 184 in relation to serotonin release and 
treatment of obsessive compulsive disorder) 
RN 119229-64-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 



Page- 169 




HC1 



L9 ANSWER 23 OF 51 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) 



CAPLUS COPYRIGHT 2003 ACS 
1996:6887 CAPLUS 
124:175740 

Syuthesi^afid Structure-Activity Relationships of 
N-Propyl-N- (4-pyridinyl) -lH-indol-1 -amine 
{Besip;trdiTre-)-^and Related Analogs as Potential 
^s f or Alzheime r's Disease 

Davis, Larry; Olsen, Gordon E.; 
Huger, Francis P.; fSmg^hgggga^p^g|!/; 
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(2), 570-81 



AB 



A series of 
analogs was 



IT 



RN 
CN 



S. 

Petko, Wayne W. 
C. ; et al. 

Hoechst-Roussel Pharmaceuticals Inc., Somerville, NJ, 
NEW JERSEY 08876, USA 
Journal of Medicinal Chemistry 
CODEN: JMCMAR; ISSN: 0022-2 62: 
American Chemical Society 
Journal 
English 

novel N- ( 4-pyridinyl) -lH-indol-l-amines and other heteroaryl 
synthesized and evaluated in tests to det. potential utility 
for the treatment of Alzheimer's disease. From these compds . , 
N-propyl-N- (4-pyridinyl) -lH-indol-l-amine (besipirdine ) was selected for 
clin. development based on in-depth biol. evaluation. In addn. to 
cholinomimetic properties based initially on in vitro inhibition of ■ 
[3H] quinuclidinyl benzilate binding, in vivo reversal of 
scopolamine-induced behavioral deficits, and subsequently on other 
results, besipirdine also displayed enhancement of adrenergic mechanisms 
as evidenced in vitro by inhibition of [3H] clonidine binding and 
synaptosomal biogenic amine uptake, and in vivo by reversal of 
tetrabenazine-induced ptosis. The synthesis, structure-activity 
relationships for this series, and the biol. profile of besipirdine are 
reported. 

119229-61-7P 119257-33-9P 119257-34-0P, 
Besipirdine 119257-36-2P 119257-40-8P 
125529-97-7P 159732-16-8P 159732-17-9P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation); BIOL 
(Biological study); PREP (Preparation); RACT (Reactant or reagent) 

(prepn. and structure-activity relationship of N- (pyridinyl ) indolamines 

and analogs for treatment of Alzheimer's disease) 
119229-61-7 CAPLUS 

lH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 
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CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 




Me 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 

II II 
HO- C- C- OH 



RN 119257-33-9 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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N- Pr-n 

CO 



RN 119257-36-2 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119257-40-8 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 
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N- Pr-n 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C z 




C02H 



RN 125529-97-7 CAPLUS 

CN 9H-Carbazol-9-amine, N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 125529-86-4 
CMF C17 H13 N3 




CM 



CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry, as shown. 
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CO2H 



RN 159732-16-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 159732-17-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-16-8 
CMF C17 H17 N3 0 




CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 
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IT 119229-47-9P 119229-49-1P 119229-51-5P 
119229-53-7P 119229-55-9P 119229-56-0P 
119229-59-3P 119229-63-9P 119229-67-3P 
119229-75-3P 119257-32-8P 119257-37-3P 
119257-39-5P 119257-41-9P 125530-02-1P 
128546-10-1P 159732-08-8P 159732-21-5P 
159732-23-7P 159732-25-9P 159732-33-9P 
159732-35-1P 173677-79-7P 173677-80-0P 

173677-81-1P , _ _ 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(prepn. and structure-activity relationship of N- (pyridinyl ) indolamines 
and analogs for treatment of Alzheimer's disease) 
RN 119229-47-9 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- , (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 

H02C^^| 

C02H 

RN 119229-49-1 CAPLUS 

CN IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 

RN 119229-51-5 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 



. RN 119229-53-7 CAPLUS 
CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-52-6 
CMF • C14 H12 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 

RN 119229-55-9 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridiriyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 
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Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 119229-56-0 CAPLUS 

CN lH-Indol-l-amine, 5-nitro-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 




• HC1 



RN 119229-59-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
'CMF C14 H12 N4 02 
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N— Me 



02N 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




CO2H 



RN 119229-63-9 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 




CM 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 Page 179 




C02H 

RN 119229-67-3 CAPLUS 

CN lH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-66-2 
CMF C16 H15 N3 




N-CH2-CH=CH2 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119229-75-3 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-32-8 CAPLUS 
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RN 119257-37-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 



Z 



C02H 



RN 119257-39-5 CAPLUS 

CN IH-Indol-l-amine, N-ethyl-N-4 -pyridinyl-, (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 119257-41-9 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 O 




CM 2 



CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 



RN 125530-02-1 CAPLUS 

CN 9H-Carbazol-9-amine, N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 125530-01-0 
CMF C20 H19 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




C0 2 H 



RN 128546-10-1 CAPLUS 

CN 4-Quinolinamine, 7-chloro-N-lH-indol-l-yl-N-propyl- , (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 128546-09-8 
CMF C20 H18 CI N3 
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N- Pr-n 

CP 

CM 2 

CRN 110-16-7 
CMF . C4 H4 04 

Double bond geometry as shown. 




C02H 



RN 159732-08-8 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-4 -pyridinyl- (9CI) (CA INDEX NAME) 




RN 159732-21-5 CAPLUS 

CN lH-Indol-l-amine, 3-ethyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioat 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-20-4 
CMF C18 H21 N3 
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Et 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 

RN 159732-23-7 CAPLUS 

CN lH-Indol-l-amine, N-butyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 159732-22-6 
CMF C17 H19 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 

RN 159732-25-9 CAPLUS 

CN lH-Indol-l-amine, N-2-propynyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-24-8 
CMF C16 H13 N3 




N-CH2~C= CH 
CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 159732-33-9 CAPLUS 

CN IH-Indol-l-amine, N- ( 1-methylethyl) -N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-32-8 
CMF C16 H17 N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C 




C0 2 H 

RN 159732-35-1 CAPLUS 

CN lH-Indol-l-amine, 2-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 159732-34-0 
CMF C17 H19 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 



RN 173677-79-7 CAPLUS 

CN lH-Indole~3-carbonitrile, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 



CN 




RN 173677-80-0 CAPLUS 

CN lH-Indole-3-carbonitrile, 1- (propyl-4-pyridinylamino) -, 
(2Z) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173677-79-7 
CMF C17 H16 N4 



CN 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 

RN 173677-81-1 CAPLUS 

CN Ethanone, 1- [ 1- (propyl-4-pyridinylamino) -lH-indol-3-yl] - (9CI) (CA INDEX 
NAME) 
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Ac 




IT 159732-18-0P 173677-77-5P 173677-78-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and structure-activity relationship of N- (pyridinyl) indolamines 
and analogs for treatment of Alzheimer's disease) 
RN 159732-18-0 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-propyl-N-4-pyridinyl- (9CI) {CA INDEX NAME) 




CH=CH2 



RN 173677-77-5 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (propyl-4-pyridinylamino) -, oxime (9CI) (CA 
INDEX NAME) 



HO- N= CH 




RN 173677-78-6 CAPLUS 

CN lH-Indole-3-methanol, . alpha . -methyl-1- (propyl-4-pyridinylamino) - (9CI) 
(CA INDEX NAME) 



OH 
I 

CH 
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Prelimi nary evaluation of besipirdine for the 
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Hoechst-Roussel Pharmaceuticals Inc. , 
08876, USA 



Somerville, 




PUBLISHER: 
DOCUMENT TYPE 
LANGUAGE : 
AB 



SOURCE: Annals of the New York Academy of Sciences 

777 (Neurobiology of Alzheimers Disease) , 4"! 
CODEN: ANYAA9; ISSN: 0077-8923 
New York Academy of Sciences 
Journal 
English 

B esipirdine hyd rochloride (HP 749) is an indole-substituted analog of 
^ - ami nopy riding. Besipirdine enhances both cholinergic and adrenergic 
neurotransmission in the central nervous system, and may have greater 
efficacy than purely cholinergic agents in treating dementia due to 
Alzheimer's disease. 1. The present study examd. the efficacy and 
tolerability of two doses of besipirdine (5 and 20 mg BID) in 275 patients 
with Alzheimer's disease during 3 mo of treatment and during 3 mo after 
withdrawal of treatment. Besipirdine was generally well tolerated. The 
level of performance on a cognitive test was sustained during 3 mo of 
treatment with besipirdine, whereas the performance of patients treated 
with placebo deteriorated over the same time period. The results suggest 
a dose-response relationship, with greater efficacy after 3 mo of 
treatment and longer persistence after treatment withdrawal for 
besipirdine 20 mg BID than for 5 mg BID. A clin. global rating did not 
detect a besipirdine treatment effect. The full efficacy after 3 mo of 
treatment did not persist after withdrawal of treatment, suggesting that 
the benefit is primarily symptomatic. Treatment with higher doses and for 
longer periods may enhance efficacy on both cognitive and clin. global 
assessments . 

119257-34-0, Besipirdine 

RL: ADV (Adverse .effect, including toxicity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(preliminary evaluation of besipirdine for Alzheimer's disease 
treatment) 
119257-34-0 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



IT 



RN 
CN 




N- Pr-n 
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avoidance learning in_ the rat 

AUTHOR (S) : Cam acho, Ferna ndo; ^Sm Tth, . CraLo^P.. ; Vargas, Hugo M.; 

Winslow, James T. 

CORPORATE SOURCE: Neuroscience Therapeutic J^mainv.^Somerville, NJ, 

08876-1258, USA 

SOURCE: Psychopharmacology (/Berlin) (1996 j\ 124 (4 ) , 347-354 

CODEN: PSCHDL; ISSN :\0033-3158 
PUBLISHER: Springer 
DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The rhnlinn rgir hyp n thr n in of Al z heimer's diseas e (AD) has strongly 

influenced research on learning and memory over the last decade. However, 
there has been limited success treating AD dementia with cholinomimetics. 
Furthermore, there are indications that other neurotransmitter systems 
affected by this disease may be involved in cognitive processes. Animal 
studies have suggested that norepinephrine and acetylcholine may interact 
in learning and memory. The current expts. investigate this interaction 
in a step-down passive avoidance paradigm after coadministration of 
acetylcholinesterase inhibitors and . alpha . 2-adrenoceptor antagonists. 
Administration of acetylcholinesterase inhibitors heptylphysostigmine 
(0.625-5.0 mg/kg, i.p.), tacrine (2.5-10.0 mg/kg, orally), velnacrine 
(0.312-2.5 mg/kg, s.c), and galanthamine (0.312-2.5 mg/kg, i.p.) each 
enhanced retention of a passive avoidance response at selected moderate 
doses administered 30-60 min prior to training. The . alpha . 2-adrenoceptor 
antagonists idazoxan (0.312-2.5 mg/kg, i.p.), yohimbine (.078-0.312 mg/kg, 
i.p.) and P 867480 (0.156-0.625 mg/kg, i.p.) alone failed to enhance 
learning in this paradigm. Coadministration of a subthreshold dose of 
heptylphysostigmine (0.625 mg/kg, i.p.) with doses of idazoxan, yohimbine 
or P 867480 enhanced passive avoidance learning. This synergistic 
interaction may represent effects of antagonism of presynaptic 
.alpha. 2-adrenoceptor since coadministration of heptylphysostigmine and 
the selective postsynaptic . alpha . 2-adrenoceptor antagonist SKF 104856 did 
not result in enhanced learning. Taken together these data suggest 
noradrenergic activation through pre-synaptic . alpha . 2-adrenoceptor 
blockade may potentiate cholinergic activity in the formation of a 
long-term memory trace. These observation may have implications for the 
treatment of AD with cholinergic and adrenergic agents. 

IT 119257-36-2, Despropylbesipirdine maleate 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; BIOL (Biological study) 

(. alpha . 2-adrenoceptor antagonists potentiate acetylcholinesterase 
inhibitor effects on passive avoidance learning in rats) 

RN 119257-36-2 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C // ^i 



CO2H 
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Be sipirdine (HP 74 9) reduces 
polydipsia in rzrts — 

Woods-Kettelberger, A. T.; Smith, C. P.; 
Szewczak, M. R.; Roehr, J. E.; Bores, G. 
T . ; Kongsamut , S . 

Neuroscience Therapeutic Domain, Hoechst Marion 
• Roussel, Inc., Bridgewater,_NJ, 08807-0800, USA 
Brain Research Bulleti 
CODEN: BRBUDU; ISSN: 0S61-923CJ 



Corbet t, R. 
M.; Klein, 



41(2), 125-130 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



IT 



RN 
CN 



Elsevier 
Journal 
English 

Besipirdine inhibited the uptake of biogenic amines (norepinephrine and 
serotonin) by rat cortical synaptosomes in vitro. It prevented 
tetrabenazine-induced ptosis in mice and potentiated the 

5-hydroxytryptophan-induced serotonin syndrome in rats. Furthermore, it 
d ecreased schedule-induced p olydipsic behavior in rats. Schedule-induced 
p-oj ^dipsia may be a model tor obijlHji>i vc—compulsive disorder. Previous 
results have shown that certain selective serotonin reuptake inhibitors 
decrease schedule-induced polydipsia after 14-21 days of treatment. 
Besipirdine reduced schedule-induced polydipsic behavior immediately, and 
this redn. lasted throughout the duration of the ~expt . \'Z3 days) . 
119257-34-0, Besipirdine 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); BIOL (Biological study) 

(schedule-induced polydipsia inhibition by) 
119257-34-0 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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IT 



CAPLUS COPYRIGHT 2003 ACS 
1996:397829 CAPLUS 
125:49175 

A treatment and withda^ 
A lzheimer disease 
Huff, F, J.; Antuono, P. 
McDonald, M. A.; Cutler, 

R. C; Zemlan, F. P.; Crismon, M. L.; et al . 
University Medicine and Dentistry New Jersey, 
Piscataway, NJ, 08855, USA 
Alzheimer Disease and Associated Disorc 
10(2), 93-102 

CODEN: ADADE2; ISSN: 0893-0341 
Lippincott-Raven 
Journal 
English 

Besipirdine hydrochlor ide (HP 749) is an indole-substituted analog of 
4-aminopyridine . BeaL rjircTihe enhances both cholinergic and a drenergic 
ne urotransmission in the central nervous sys tem". The present study -examd . 
the efficacy and tolerability or two closes of besipirdine (5 and 20 mg 
b.i.d.) in 275 patients with Alzheimer disease during 3 mo of treatment 
and for 3 mo after withdrawal of treatment. Assessment after withdrawal 
of treatment was used in an effort to distinguish persistent efficacy 
attributable to a neuroprotective mechanism from reversible symptomatic 
efficacy. Besipirdine was generally well tolerated. The level of 
performance on the cognitive subscale of the Alzheimer Disease Assessment 
Scale (ADAS-Cog) was sustained during 3 mo of treatment with besipirdine, 
whereas some deterioration in the performance of patients treated with 
placebo was obsd. over the same period. The small difference between 
active and placebo treatment groups approached, but did not reach 
statistical significance in the primary intent-to-treat anal, (p = 0.067); 
anal, of patients who completed all assessments was supportive (p = 
0.031). Global ratings using the Clinician Interview-Based Impression of 
Change did not detect a be sipirdine tre atment hpnpf-it. possibly because of 
an adverse effect on mood and behavior in some patients. A high ratio of 
adrenergic to cholinergic potency may have resulted in the adverse effects 
of besipirdine and hence its failure to support the hypothesis that 
multiple neurotransmitter treatment may be more efficacious than 
monotherapy. The efficacy apparent on the ADAS-Cog after 3 mo of 
treatment did not persist 3 mo a £tax ttifckehpawaj n f treatment, suggesting 
that the benefit was symptomatic. This study provides" a practical example 
of the use of t reatment withdrawal assessment to distinguish 
neuroprotective' from symptomatic efficacy. 
119257-34-0, Besipirdine 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); THU (Therapeutic use) ; BIOL (Biological study); USES 
(Uses) 

(treatment and withdrawal trial of besipirdine in Alzheimer disease) 
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CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Frequency-dependent inhibition of neurotransmitter 

release by begipirriinp and HP 184 ~" ■ 

^ang-, — Tifti ; Kgngsamut , Sathapana 

Neuroscience Therapeutic Domain, Hoechst Marion 
Roussel, P.O. Box 2500, SomerviM-eT 
European Journal of Pharmacolog^Tl996)" / "3Q0 ( 1/2 ) , 
71-4 

CODEN: EJPHAZ; ISSN: 0014-2999 
Elsevier 
Journal 
English 



IT 



RN 
CN 



Interaction of besipirdine (HP 749, N- (n-propyl ) -N- ( 4-pyridinyl ) -lH-indol- 
1-amine hydrochloride) with voltage-dependent Na+ channels has been 
described. Here we describe studies with besipirdine and a related 
compd. , HP 184 ( (N- (n-propyl) -3-f luoro-4-pyridinyl ) -lH-3-methylindol-l- 
amine hydrochloride), showing that this interaction is voltage-dependent 
and leads to frequency-dependent inhibition of elec. stimulated 
neurotransmitter release. Thus, the inhibition of veratridine-induced 
increases in intracellular Ca2+ was enhanced by depolarization with KC1 
(IC50 shifted from 23.8 .mu.M in 5 mM KC1 to 7 . 3 .mu.M in 15 mM KC1 for 
besipirdine and from 58.2 .mu.M to 14.1 .mu.M for HP 184). Moreover, the 
enhancement of elec. stimulated [3H] norepinephrine release by besipirdine 
was diminished at higher frequencies of stimulation. As has been 
previously suggested for such compds . , we predict that besipirdine would 
act as a filter in the brain allowing signaling at low frequencies but 
blocking transmission at high frequencies. 
119229-64-0, HP 184 119257-34-0, Besipirdine 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(frequency-dependent inhibition of neurotransmitter release by 
besipirdine and HP 184) 
119229-64-0 CAPLUS 

lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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119257-34-0 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Cen tral . alph a . 2-adrenergic agonists for inhibition 
posttraumatic meiaDolism ' ' 

Goeters, Christine; Mertes, Nobert; Zander, Joseph; 
Kuhmann, Martin; Brecht, Hans-Michael 
Boehringer Ingelheim KG, Germany 
Ger. Offen. , 12 pp. 
CODEN: GWXXBX 
Pate nt 
'Gerri 
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APPLICATION NO. DATE 




KIND DATE 



DE 1993-4325491 19930729 
WO 1994-EP2475 19940727 



DE 4325491 Al 19950202 

WO 9503798 A2 19950209 

WO 9503798 A3 20010503 

W: AU, BG, BR, BY, CA, CH, CN, CZ, FI, HU, JP, KR, KZ, LV, NO, NZ, 

PL, RO, RU, SK, UA, US, UZ 

RW: AT, BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE 



AU 9475331 
EP 719139 



Al 
Al 



19950228 
19960703 



AU 1994-75331 
EP 1994-925399 



19940727 
19940727 



R: 



AT, BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LI, LU, MC, NL, PT, 
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WO 1994-EP2475 W 19940727 
OTHER SOURCE(S): MARPAT 122:151393 

AB Substituted aminoimidazolines, oxazoloazepines, and thiazoloazepines are 
proposed for treatment of the acute alterations in intermediary metab. 
subsequent to surgery, trauma, or burns. Thus, administration of 
clonidine to postoperative patients improved the cumulative N balance. 

IT 130953-69-4, HP-749 

RL: BPR (Biological process); BSU (Biological study, unclassified); BIOL 
(Biological study) ; PROC (Process) 

(central . alpha . 2-adrenergic agonists for inhibition of posttraumatic 
metab. ) 

RN 130953-69-4 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 




• HC1 



L9 ANSWER 30 OF 51 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE 

SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



CAPLUS COPYRIGHT 2003 ACS 
1995:933859 CAPLUS 
124:689 

Eff^Tts of h Qg ipi Min Q at the voltage-dependent sodium 
channel 

Tang, L. ; Smith, C. P.; Huger, F. P.; Kongsamut, S. 
Department of Biological Research, Hoechst Roussel 
Pharmaceuticals, Inc., Somerville^-^J, 08876, USA 
British Journal of Pharmacology/T L9"93*L 116(5), 

2468-72 > 

CODEN: BJPCBM; ISSN: 0007-1188 
Stockton 
Journal 
English 

Besipirdine (HP 749) is a compd. undergoing clin. trials for efficacy in 
f-Tw^-i nry ai ^hpim^r'.g dise~3^ . Among other Pharmacol, effects, besipirdine 
inhibits voltage-dependent sodium and potassium channels. This paper 
presents a Pharmacol, study of the interaction of besipirdine with 
voltage-dependent sodium channels. Besipirdine inhibited 
[3H] -bat rachotoxin binding (IC50 = 5.5 .+-. 0.2 .mu.M) in a rat brain 
vesicular prepn. and concn . -dependently inhibited veratridine (25 
.mu.M) -stimulated increases in intracellular free sodium ([Na+]i) and 
calcium ([Ca2+]i). in primary cultured cortical neurons of rat. 
Besipirdine (30-100 .mu.M) concn. -dependently inhibited (up to 100%) 
veratridine-stimulated release of [3H] -noradrenaline (NA) . f rom rat 
cortical slices. When examd. in greater detail, besipirdine was found to 
inhibit [3H] -batrachotoxin binding in vesicular membranes competitively. 
However, when examd. in rat brain synaptosomes, we found that the 
antagonism by besipirdine was not competitive; i.e., the maximal 
stimulation of [Ca2+]i induced by veratridine decreased with increasing 
concns. of besipirdine. These results show that besipirdine is an 
i nhibitor of vo ltage-sensitive sodium channels and appeals Lu Jj±ik± to a 
site clo seto the bat^cho tnoxarft/yegg trxdlne binding site. — 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; BIOL (Biological study) 

(besipirdine effect at voltage-dependent sodium channel in brain) 
RN 130953-69-4 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 
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A "bri^all ^" (safety/ tolerance) s tudy of besipirdine 
h^fcJrochloride in patients with Alzheimers disease 
Sramek, John J.; Viereck, Christopher; Huff, F. Jacob; 
Wardle, Thomas; Hourani, Jameel; Stewart, John A.; 
Cutler, Neal R. 

California Clinlcai^Trials , Beverly Hills, CA, 90211, 
USA 

(12), 1241-8 
'4-3205 




SOURCE: Life Sciences 

CODEN: LIFSAK 
Elsevier 
Journal 
English 

Besi pir rli nn hyrirnrhl nri r\r is a novel compd. 
^firenerg in Rnti^^y being investigated as a 



with cholinergic and 
treatment for Alzheimer ' 



ISSN: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 

' s 

di seas e (AD) . The pharmacodynamics of some anti- dementia drugs are known 
t'o^diff er in patients with AD^s^ro-mparod uibti ^Ideily nonddls. The 
present study was designed to det. the max. tolerated dose (MTD) of 
multiple oral doses of besipirdine in AD patients. Twelve AD patients 
(NINCDS/ADRDA criteria; 7M, 5F, ages 58-75, mean age 65) were randomized 
to besipirdine (n=9) or placebo (n=3) in a double-blind, parallel-group, 
rising-dose design. Doses were 10, 20, 30, and 40 mg bid for 2 days each, 
followed by 50 and 60 mg bid for 5 days each. The most common adverse 
events were asymptomatic postural hypotension and asymptomatic 
bradycardia. Two patients on active drug developed severe adverse events: 
1 after 3 days at 50 mg bid (nausea and vomiting) ; 1 after 3 days at 60 mg 
bid (angina) . Due to the anginal episode, the study was terminated on Day 
17. Plasma concns . increased linearly with dose for besipirdine and its 
major metabolite. The two patients who developed severe adverse events 
had the highest plasma concns. measured. Besipirdine 50 mg bid was 
considered the max. tolerated dose (MTD) . 
IT 130953-69-4, Besipirdine hydrochloride 

RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse); BSU (Biological study, unclassified); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(safety and tolerance study of besipirdine hydrochloride in patients 
with Alzheimers disease) 
RN 130953-69-4 CAPLUS 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- , monohydrochloride (9CI) (CA 
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The pharmacokinetics and cardiovascular 
pharmacodynamics~"bf HP 749 (besipi rrii n^-H CI ) and 
metabolite P86-7480 in the conscious monkey 
.Hubbard, John W.; Hsu, Robert S.; Griffiths, Lynne; 
Natarajan, Chandra; Dean, Roosevelt; Dileo, Eva M.; 
Hintze, Thomas H. 

Department of Clinical Research, Hoechst-Roussel 
Pharmaceuticals Inc., Somerville, J&I, 08876, USA 
Journal of Clinical Pharmacology/(J99 > ^\, 35 (7), 688-96 
CODEN: JCPCBR; ISSN: 0091-2700 
Lippincott 
Journal 
English 

HP 749 was absorbed slowly in the conscious monkey after single oral doses 
(10, 20, and 40 mg/kg) , with gradual metab. to the N-despropyl metabolite, 
P86-7480. The tmax was 2 to 4 h after dosing, with nonlinear increases in 
Cmax and the AUC0-4h for HP 74 9. The calcd. elimination half life (tl/2) 
after oral administration was 7.4 . 2.1 h; however, absorption appeared 
to influence the terminal phase because the tl/2 after i.v. administration 
of 10 mg/kg was 1.5 h. -Plasma concn. of HP 749 2 min after i.v. bolus was 
26.08 .mu.g/mL. The HP 749 was rapidly distributed (tl/2. alpha. = 0.064 
.+-. 0.033 h) after i.v. administration, and displayed a Vz of 2 . 6 . +-. 

0. 85 L/kg. The CL of HP 749 was 20.8 .+-. 6.9 mL/min/kg, whereas renal 
clearance (CLR) of unchanged drug was only 0.13 .+-. 0.04 mL/min/kg. 
Thus, only about 1% of the administered dose was excreted unchanged by the 
kidney. The P86-7480 also was rapidly distributed and eliminated after an 

1. v. bolus, but was less extensively distributed than HP 749. HP 749 
administered either as an i.v. bolus or orally caused a significant 
pressor effect soon after dosing. A significant tachycardia resulted from 
i.v. administration, but not after oral administration of the drug. An 
i.v. bolus of P86-7480 (0.1 mg/kg) resulted in an immediate increase in 
MAP and decreased heart rate. The duration of these cardiovascular events 
was significantly shorter after i.v. administration of P86-7480 than with 
i.v. or oral administration of the parent drug. These results support 
findings of previous studies in rats and- dogs, demonstrating that high 
doses of HP 749 and its metabolite P86-7480 exert significant 
cardiovascular effects. 

119257-33-9, P 86-7480 130953-69-4, HP 749 

RL: BAC (Biological activity or effector, except adverse); BPR (Biological 
process); BSU (Biological study, unclassified); BIOL (Biological study); 
PROC (Process) 

(HP 749 (besipirdine-HCl) and metabolite P86-7480 pharmacokinetics and 
cardiovascular pharmacodynamics) 
119257-33-9 CAPLUS 
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H P 749 enhan ces calcium-independent release of 
[3H] nore pinephrine from raL c ur t i ml sl ices and 

synaptosomes """" 
~ ' - ~ Petko, Wayne; 



Smi th, Craig P.; Hu ger, Francis P. 
Kongsamut , SallldjJdiia-7 ^ 

Neuroscience Strategic Business Unit, Hoechst-Roussel 
Pharmaceuticals, Inc., Sojrre*<Ule, NJ, 08876, USA 
Neurochemical Research n954)/19 (10) , 1265-70 
CODEN: NEREDZ; ISSN: 03\A^2rf§0 
Plenum 
Journal 
English 

Previous studies have shown that, at concns . of 1 .mu.M and 10 .mu.M, HP 
749 increased elec . -stimulated release of [3H] norepinephrine (NE) from rat 
cortical slices. These effects were Ca2+-dependent , indicating an effect 
on release from vesicular stores. At 100 .mu.M, HP 749 had two effects. 
In addn. to enhancing the CA2+-dependent elec. -evoked re lease, it also 
induced a rise in the basal efflux (spontaneous release) of [3H]NE, which 
was obsd. in both cortical slices and synaptosomes. The spontaneous 
release effect was (1) not blocked by the reuptake inhibitor nomifensine, 
(2) not affected by removal of external calcium, (3) not blocked by 
vesicular depletion with reserpine, and (4) not inhibited by the sodium 
channel blocker tetrodotoxin (TTX) . As would be expected,- the spontaneous 
[ 3H] NE release induced by the cytoplasmic releaser tyramine and the sodium 
channel activator veratridine were blocked by nomifensine and TTX, resp. 
Notably, however, the Ca2+-independent veratridine-induced release was 
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completely blocked by 100 .mu.M HP 749. The mechanism of spontaneous 
release of [3H]NE caused by 100 .mu.M HP 749 is unresolved at present; 
however, the data are consistent with this release originating from a 
cytoplasmic- source . 
IT 130953-69-4, HP 749 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(HP 749 enhances calcium-independent release of [3H] norepinephrine from 
rat cortical slices' and synaptosomes) 
RN 130953-69-4 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) * 
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Interaction of HP74 9 with erythrocyte and neocortical 
sy naptosomal membranes 

Butterfield, D. Allan; Shrewsbury, Polly J.; Hensley, 
Kenneth 

Center Membrane Sciences, University Kentucky, 
Lexington, KY, 40506-00^ USA 
Biochemical Archives (fl99T)>^10 ( 4 ) , 285-92 
CODEN: BIAREM; ISSN: 
Journal 
English 

Mr ( n -p£0 £yl) -N- (4-pyridinyl ) -lH-indol-1 -amine hydrochl oride (Rfi 74.9i / is a 
pharmaceutical agent wnicn auiuunjtratea both iLhuliiiuUii meticv ana 
noradrenergic properties. .The interaction of HP749 with cytoskeletal 
proteins of erythrocyte and neocortical synaptosomal membranes was 
investigated employing ESR and spin labels specific for proteins or 
lipids. The in vitro addn. of HP74 9 to spin labeled erythrocyte membranes 
strengthened protein-protein interactions in the cytoskeleton . Spin 
labeling the membranes with a lipid-specif ic paramagnetic probe 
demonstrated that the cytoskeletal changes were not a secondary effect of 
lipid motion. In neocortical synaptosomal membranes, HP749 also increased 
interactions among cytoskeletal proteins, albeit not as extensively as in 
erythrocytes. These results are discussed with ref. to possible mol . 
mechanisms by which HP7 4 9 could affect both cholinergic and noradrenergic 
systems . 

130953-69-4, HP749 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(interaction of HP749 with erythrocyte and neocortical synaptosomal 
membranes in relation to Alzheimer's disease) 
130953-69-4 CAPLUS 

lH-Indol-l-amine, N-propyl'-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
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1994:400788 CAPLUS 
121:788 

Mechanisms f ^r_Jihf^ inrrP ac ^ io aJ nrf H caj ly stimulate d 
[3H] norepinephrine release from rat cortical slices by 
N- (n-propyl) -N- ( 4-pyridinyl) -lH-indole-l-amine 
^Smlth.,„ Craig-^P. ; Petko, Wayne W. ; Kongsamut, 
Sathapana;^Roehr, Joachim E.; Effland, Richard C; 
Klein, Joseph T.; Huger, Francis P. 
Neurosci. Strategic Business Unit, Hoechst-Roussel 
Pharmaceuticals, Inc., Somerjzxlle, NJ, USA 
Drug Development Research >/ ^f^TN>32 ( 1 ) , 13-18 
CODEN: DDREDK; ISSN: 027^ 
Journal 
English 

<4-pvridinyl)-lH-indole-l-amine (HP 749) i s currently in 
clin." tria ds for the treatment of Alzhei mer's disease (AD) . While HP 74 9 
has many pharmacol. properties, the bi6cihem. basis for its efficacy in 
animal models for AD remains unexplained. To this end, the authors have 
investigated some biochem. properties of HP 74 9 as they relate to its 
effect on elec. stimulated [3H] norepinephrine (NE) release. HP 749 was 
found to inhibit both [3H]NE uptake and [ 3H] yohimbine binding to cortical 
.alpha. 2-adrenergic receptors. Consistent with this profile, HP 749 (1 
and 10 .mu.M) enhanced elec. stimulated release of [3H]NE from rat 
cortical slices. Both clonidine (1 .mu.M) and nomifensine (10 .mu.M) - 
inhibited the effect of HP 749 (1 .mu.M). The enhancement of [3H]NE 
release produced by the . alpha . 2-adrenergic antagonist, idazoxan (0.1 
.mu.M), was completely reversed by the . alpha . 2-agonist, clonidine (1 
.mu.M), but was not affected by the NE uptake inhibitor, nomifensine (10 
.mu.M) . These results indicate that the HP 74 9 enhancement of elec. 
stimulated [3H] NE release is due, at least in part, to a combination of 
presynaptic . alpha . 2-adrenergic receptor antagonism and NE reuptake 
blockade. These mechanisms may contribute to some of the adrenergic 
effects of HP 749. 
130953-69-4, HP 749 
RL: BIOL (Biological study) 

(norepinephrine release from brain cortex ' stimulation by) 
130953-69-4 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 
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120:182846 

N- (n-propyl) -N- ( 3-f luoro-4-pyridinyl ) -lH-3-methylindol- 
1-amine hydr ochloride (HP 184): in vitro spontaneous 
release of acetylcholine and norepinephrine 
SmxthTIl^raTigr p:?; Brougham, Linda R. ; Huger, Francis 
P.; Davis, Larry; Klein, Joseph T.; Effland, Richard 
C. 

Neurosci. Strategic Bus. Unit, Hoechst-Roussel Pharm. 
Inc., Somerville, NJ, 08876, 

Drug Development Research (fl993) ,^30 ( 4 ) , 203-12 
CODEN: DDREDK; ISSN: 0272-2 
Journal 
English 

It has been shown that a single injection of N- (n-propyl ) -N- (3-f luoro-4- 
pyridinyl) -lH-3-methylindol-l-amine hydrochloride (HP 184) (0.6-4.8 mg/kg, 
or 2-15 .mu. moles/kg, s.c.) reversed passive avoidance deficits in rats 
with combined cholinergic and noradrenergic lesions. This report 
describes the effects of HP 184 on NE and ACh release from rat brain 
slices. In contrast to 4-aminopyridine (4-AP), tyramine, or veratridine, 
HP184 only enhanced spontaneous release and had no effect on elec. 
stimulation (ES) . Chromatog. anal, showed that the spontaneous release 
from [3H] choline-loaded striatal slices correlated with increased release 
of ACh, not choline efflux. HP 184 also enhanced ACh spontaneous release 
in the absence of both extracellular calcium and functional vesicles (as 
defined by ES and vesamicol) . In frontal cortical slices, HP 184 caused 
[3H]NE release in a calcium independent fashion different from that 
induced by veratridine, and was not affected by uptake blockers. In 
contrast to the cholinergic profile, the [3H]NE release induced by HP 184 
required intact storage vesicles, since release was blocked by reserpine 
pretreatment . The results show that HP 184 can release both NE and ACh in 
vitro, and, coupled with the dual lesion results, suggest it may have use 
in diseases iftyer-Hrirrg ehejrSrftecgJLc f* nH n oradrenergi c deterioration. 

119229-64-0, HP 184 ~ - — - 

RL: BIOL (Biological study) 

(acetylcholine and norepinephrine release by brain response to) 
119229-64-0 CAPLUS " 

lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2003 ACS 
1993: 617294 * CAPLUS 
119:217294 

Ef facta nfr 1 i nnpi rHi n^ J _^HP 

glycyl-prolyl-glutamate on 
uptake 

Zaczek, R. /.Tinker, W. J.; 
Teleha, C. A.; Tarn, S. W. 
Cent. Nerv. Sys . Dis. Res., 
Wilmington, DE, 19880-040'CC 
Drug Development Research 
CODEN: DDREDK; ISSN: 0272- 
Journal 
English 

Linopirdine, HP 74 9, and glycyl-prolyl-glutamate (GPE) are compds . that 
have been reported to al ter _t he release of neurotransmitters. This study 
compares the pnta.q.si nm-^t i miTT^r^4^Purot,r^n.gnii tt<*r release enhancing 
properties of these compds. in parallel. While not affecting the apparent 
release of [3H] norepinephrine ( [3H] NE) , linopirdine at a concn. of 10 
.mu.M enhanced the potassium evoked release of cerebral cortical and 
hippocampal [3H] acetylcholine ([3H]ACh) release by 143% and 200% over 
control, resp., and striatal [3H] dopamine ( [3H] DA) and hippocampal 
[3H] d-aspartate ([3H]d-Asp) release by 236% and 65% over control, resp. 
The release enhancing effects of linopirdine were not due to inhibition of 
high-affinity uptake processes, since the drug did not inhibit 
neurotransmitter uptake at the concn. (10 .mu.M) which caused maximal 
release enhancement . HP 74 9 increased the extracellular concns . of the 
catecholamines, [3H]NE and [3H] DA, but not [3H]ACh or [3H]d-Asp. HP 749 . 
was a potent inhibitor of both [ 3H] NE and [ 3H] DA uptake, and this may, in 
part, be responsible for the apparent release enhancing activity of the 
drug. GPE was devoid of release enhancing activity under the conditions 
used in the present study. 
130953-69-4, HP 749 
RL: BIOL (Biological study) 

(neurotransmitter release and uptake response to, in brain, Alzheimer's 
disease treatment in relation to) 
130953-69-4 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl- , monohydrochloride ( 9CI ) (CA 
INDEX NAME) 
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4- (lH-indol-l-yl) pyrido [3, 4-b] -1, 4-oxazines, a method 
for their preparation and their use as antidepressant 
and memory enha ncers 

Ef f land, RicharcT Charles; Davis, Larry; Olsen, Gordon 
Edward 

Hoechst-Roussel Pharmaceuticals Inc., USA 
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AB Some 2 , 3-dihydro-4- { lH-indol-l-yl) pyrido [3, 4-b] -1, 4-oxazines are claimed. 
The use of these compds. for the prepn. of antidepressant pharmaceuticals 
or for the treatment memory dysfunction is claimed. A process which 
comprises the cyclocondensation of N- (2-hydroxyethyl) -N- (3-f luoro-4- 
pyridinyl)-lH-indol-l-amine (I) is claimed. Condensation of 
4-chloro-2-fluoropyridine hydrochloride with 3-methyl-lH-indol-l-amme 
gave N- ( 3-f luoro-4-pyridinyl ) -3-methyl-lH-indol-l-amine which was treated 
with Et chloroacetate and reduced to give I. Cyclocondensation of I 
(NaH/DMF) gave 2, 3-dihydro-4- (3-methyl-lH-indol-l-yl) pyrido [3, 4-b] -1,4- 
oxazine (II). II inhibited the uptake of 3H-norepinephrine in rat whole 
brain synaptosomes . 
IT 119257-43-1P 145660-04-4P 145660-05-5P 
145660-06-6P 145660-07-7P 145660-08-8P 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as intermediate for dihydro (indolyl) pyridooxazine 

(antidepressant and memory enhancer)) 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl- (9CI) (CA INDEX 
NAME) 




RN 145660-04-4 CAPLUS ^ _ 

CN Glycine, N- (3-f luoro-4-pyridinyl) -N- (3-methyl-lH-indol-l-yl) ethyl ester 

(9CI) (CA INDEX NAME) 
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RN 145660-05-5 CAPLUS 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl) ( 3-methyl-lH-indol-l-yl ) amino] - (9CI) 
(CA INDEX NAME) 




Me 



RN 145660-06-6 CAPLUS 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl ) [5- (phenylmethoxy) -IH-indol-l-yl] amino] - 
(9CI) (CA INDEX NAME) 




RN 145660-07-7 CAPLUS 

CN Glycine, N- (3-f luoro-4-pyridinyl) -N-lH-indol-l-yl-, ethyl ester (9CI) (CA 
INDEX NAME) 
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RN 145660-08-8 CAPLUS 

CN Ethanol, 2- [ { 3-f luoro-4-pyridinyl ) -lH-indol-l-ylamino] - (9CI) (CA INDEX 
NAME) 





N-CH2-CH2-OH 



IT 



RN 
CN 



145660-09-9 145660-10-2 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reactant for dihydro ( indolyl ) pyridooxazine (antidepressant and memory 

enhancer) ) 
145660-09-9 CAPLUS 

Glycine, N- (3-f luoro-4-pyridinyl ) -N- [5- (phenylmethoxy) -lH-indol-l-yl] -, 
ethyl ester (9CI) (CA INDEX NAME) 




N-CH2-C- OEt 



Ph-CH2-0 



RN 145660-10-2 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) - (9CI) (CA INDEX NAME) 
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AB The title compds. [I; Rl = H, (aryl)alkyl, alkenyl, alkynyl, ' 

(aryl)alkanoyl, heteroarylalkyl, heteroarylalkanoyl; R2 = H, alkyl, CHO, 
cyano; R3 = H, alkyl; R4 = (cyclo) alkyl , aralkyl, heteroaryl; NR3R4 = 
pyrrolidine piperidino, morpholino, etc.; X, Y = H, halo, N02, amino, 
CF3, alkyl, alkoxy; n = 0, 1], their optical and geometrical stereoisomers 
and racemates and pharmaceutical^ acceptable salts, useful for the 
treatment of memory dysfunctions such as Alzheimer's disease, were prepd., 
e.g. by addn. reaction of isocyanates with the appropriate indololes. 
Thus, 1- (N-propyl-4-pyridinylamino) -lH-indol-5-ol (prepn. from 
5-phenylmethoxyindole given) in THF was stirred with K2C03 and MeNCO to 
give title compd. II. II inhibited brain acetylcholinesterase with IC50 = 
0.0023 .mu.M. 

IT 141287-48-1P 141287-49-2P 141287-50-5P 
141287-51-6P 141287-52-7P 141287-53-8P 
141287-54-9P 141287-55-0P 141287-56-1P 
141287-57-2P 141287-58-3P 141287-59-4P 
141287-60-7P 141287-61-8P 141287-62-9P 
141287-64-1P 141287-65-2P 141287-66-3P 
141287-67-4P 141287-68-5P 141287-69-6P 
141287-70-9P 141287-71-OP 141287-72-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and reaction of, in prepn. of acetylcholinesterase inhibitors) 
RN 141287-48-1 CAPLUS 

CN lH-Indol-l-amine, 5- (phenylmethoxy) -N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 141287-49-2 CAPLUS 

CN lH-Indol-5-ol, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 
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RN 141287-50-5 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5- (phenylmethoxy ) -N-4-pyridinyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 141287-51-6 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5- (phenylmethoxy) -N-4-pyridinyl^ (9CI) (CA 
INDEX NAME) 




RN 141287-52-7 CAPLUS 

CN lH-Indol-5-ol, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX NAME) 
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N— Me 




jl 



HO' 



RN 141287-53-8 CAPLUS 

CN lH-Indol-l-amine, 5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- ( 9CI ) (CA 
INDEX NAME) 



Ph~ CH2~0" 



RN 141287-54-9 CAPLUS . 

CN lH-Indol-l-amine, 5- (phenylmethoxy) -N-propyl-N-4-pyridinyl-, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141287-53-8 
CMF C23 H23 N3 0 




N- Pr-n 





N- Pr-n 




Ph- CH2~0' 



CM 



2 



CRN 110-16-7 
CMF C4 H4 04 
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Double bond geometry as shown. 




RN 141287-55-0 CAPLUS 

CN lH-Indol-5-ol, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX NAME) 




RN 141287-56-1 CAPLUS 

CN Carbamic acid, cyclohexyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 




RN 141287-57-2 CAPLUS 
■ CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -5- (phenylmethoxy) - (9CI) (CA 
INDEX NAME) 
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RN 141287-58-3 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -5- (phenylmethoxy) -N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 

RN 141287-59-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -5- (phenylmethoxy) -N-propyl- 
(9CI) (CA INDEX NAME) 




RN 141287-60-7 CAPLUS 

CN lH-Indol-5-ol, 1- [ (3-f luoro-4-pyridinyl) amino] - (9CI) (CA INDEX NAME) 
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RN 141287-61-8 CAPLUS 

CN lH-Indol-5-ol, l-[ (3-f luoro-4-pyridinyl ) propylamine)] -, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 141287-62-9 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] - (9CI) (CA INDEX 
NAME) 




RN 141287-64-1 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-4-pyridinyl- (9CI) (CA 
INDEX NAME) 
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Ph- CH2~0 




RN 141287-65-2 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 



Nx 



HO 




NH 

! 



Me 



RN 141287-66-3 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- (9CI) 
(CA INDEX NAME) 



Ph- CH2~0' 




RN 141287-67-4 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-propyl-N-4-pyridinyl-, 
(2E)-2-butenedioate (2:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 141287-66-3 
CMF C24 H25 N3 0 
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CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
/C02H 

H02C 

RN 141287-68-5 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




RN 141287-69-6 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) ethanedioate (2:1) 
(salt) (9CI) (CA INDEX NAME) 

CM* 1 

CRN 141287-68-5 
CMF C17 H19 N3 0 
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CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 

II II 
HO- C~ C- OH 



RN 141287-70-9 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-5- (phenylmethoxy) • 
(9CI) (CA INDEX NAME) 




RN 141287-71-0 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -3-methyl-5- (phenylmethoxy) -N- 
propyl- (9CI) (CA INDEX NAME) 
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Ph-CH2~0' 




RN 141287-72-1 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] -3-methyl- (9CI) 
INDEX NAME) 



(CA 




IT 



RN 
CN 



141287 


-16 


-3P 


141287 


-17 


-4P 


141287 


-18 


-5P 


141287 


-19 


-6P 


141287 


-20 


-9P 


141287 


-21 


-OP 


141287 


-22 


-IP 


141287 


-23 


-2P 


141287 


-24 


-3P 


141287 


-25 


-4P 


141287 


-26 


-5P 


141287 


-27 


-6P 


141287 


-28 


-7P 


141287 


-29 


-8P 


141287 


-30 


-IP 


141287 


-31 


-2P 


141287 


-32 


-3P 


141287 


-33 


-4P 


141287 


-34 


-5P 


141287 


-35 


-6P 


141287 


-36 


-7P 


141287 


-37 


-8P 


141287 


-38 


-9P 


141287 


-39 


-OP 


141287 


-40 


-3P 


141287 


-41 


-4P 


141287 


-42 


-5P 


141287 


-43 


-6P 


141287 


-44 


-7P 


141287 


-45 


-8P 


141287 


-46 


-9P 


141303 


-08 


-4P 


141303 


-09 


-5P 



RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as acetylcholinesterase inhibitor) 
141287-16-3 CAPLUS 

lH-Indol-5-ol, 1- (methyl- 4 -pyridinylamino) -, methylcarbamate (ester) (9CI) 
(CA INDEX NAME) 
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MeNH-C- 0 




RN 141287-17-4 GAPLUS 

CN Carbamic acid, butyl-, 1- (methyl- 4 -pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 



n-BuNH-C- 0' 




• HC1 

RN 141287-18-5 CAPLUS 

CN Carbamic acid, (phenylmethyl) -, 1- (methyl-4-pyridinylamino) -lH-mdol-5-yl 
ester (9CI) (CA INDEX NAME) 



Ph-CH2-NH- C- 0' 




RN 141287-19-6 CAPLUS 

CN lH-Indol-5-ol, 1- (propyl-4-pyridinylamino) methylcarbamate (ester) (9CI) 
(CA INDEX NAME) 
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RN 141287-20-9 CAPLUS 

CN Carbamic acid, ethyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 141287-21-0 CAPLUS 

CN Carbamic acid, propyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 




RN 141287-22-1 CAPLUS 

CN Carbamic acid, ( 1-methylethyl) -, 1- (propyl-4-pyridinylamino) -lH-indol-5 
ester (9CI) (CA INDEX NAME) 
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RN 141287-23-2 CAPLUS 

CN Carbamic acid, butyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 

RN 141287-24-3 CAPLUS 

CN Carbamic acid, heptyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 



O 




RN 141287-25-4 CAPLUS 

CN Carbamic acid, cyclohexyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 
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• HC1 

RN 141287-26-5 CAPLUS 

CN Carbamic acid, (2-phenylethyl) 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 



Ph~ CH2~ CH2~ NH- C- O 




N— Pr-n 



HC1 



RN 141287-27-6 CAPLUS 
CN Carbamic acid, (2-phenylethyl) 
ester (9CI) (CA INDEX NAME) 



1- (propyl-4-pyridinylamino) -lH-indol-5-yl 



Ph- CH2~ CH2~ NH- C~ 0 




N- Pr-n 



1X0 



RN 141287-28-7 CAPLUS 
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CN Carbamic acid, ( 1-phenylethyl) -, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 141287-29-8 CAPLUS' - 

CN Carbamic acid, dimethyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 



O 




RN 141287-30-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 1- (propyl- 4 -pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 




RN 141287-31-2 CAPLUS 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3, 4-dihydro- , l-(propyl-4- 
pyridinylamino)-lH-indol-5-yl ester (9CI) (CA INDEX NAME) 
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N- Pr-n 

RN 141287-32-3 CAPLUS 

CN lH-Indol-5-ol, l-[ (3-f luoro-4-pyridinyl ) propylamino] -, methylcarbamate 
(ester) (9CI) (CA INDEX NAME) 



0 




RN 141287-33-4 CAPLUS 

CN Carbamic acid, butyl-, 1- [( 3-f luoro- 4-pyridinyl ) propylamino] -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 

RN 141287-34-5 CAPLUS 

CN Carbamic acid, butyl-, 1- [( 3-f luoro-4-pyridinyl ) propylamino] -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 
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n-BuNH-C- 0 




RN 141287-35-6 CAPLUS 

CN Carbamic acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl) propylamino] -lH-indol-5- 
yl ester, monohydrochloride (9CI) (CA INDEX NAME) 



Me- (CH2) 6~NH-C-0 




HC1 



RN 141287-36-7 CAPLUS 

CN Carbamic. acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl) propyl amino] -lH-indol-5- 
yl ester (9CI) (CA INDEX NAME) 




N- Pr-n 

i 

0 



Me- (CH2) 6-NH-C-O' 
RN 141287-37-8 CAPLUS 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) -, methylcarbamate 
(ester) (9CI) (CA INDEX NAME) 
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MeNH- C- O' 




RN 141287-38-9 CAPLUS 

CN Carbamic acid, butyl-, 3-methyl-l- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 



n-BuNH-C- 0 




N— Pr-n 



Me 



RN 141287-39-0 CAPLUS 

CN Carbamic acid, heptyl-, 3-methyl-l- (propyl- 4 -pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 



Me- (CH2) 6~NH-C~0' 




RN 141287-40-3 CAPLUS 

CN Carbamic acid, (phenylmethyl) -, 3-methyl-l- (propyl-4-pyridinylamino) -1H- 
indol-5-yl ester (9CI) (CA INDEX NAME) 
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RN 141287-41-4 CAPLUS 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3, 4-dihydro-, 3-methyl-l- (propyl-4 
pyridinylamino) -lH-indol-5-yl ester (9CI) (CA INDEX NAME) 




Me 



RN 141287-42-5 CAPLUS 

CN lH-Indol-5-ol, 1- [ ( 3- fluoro-4-pyr idinyl ) propylamine] -3-methyl- , 
methylcarbamate (ester) (9CI) (CA ' INDEX NAME) 



0 




RN 141287-43-6 CAPLUS 

CN Carbamic acid, butyl-, 1- [( 3-f luoro-4-pyridinyl ) propylamino] -3-methyl 
indol-5-yl ester (9CI) (CA INDEX NAME) 
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n-BuNH-C- 0 




RN 141287-44-7 CAPLUS 

CN Carbamic acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl ) propylamino] -3-methyl-lH- 
indol-5-yl ester (9CI) (CA INDEX NAME) 



Me- (CH2) 6~NH-C-0' 




RN 141287-45-8 CAPLUS 

CN Carbamic acid, (phenylmethyl) -, 1- [( 3-f luoro-4-pyridinyl ) propylamino] -3- 
methyl-lH-indol-5-yl ester (9CI) (CA INDEX NAME) 




N— Pr-n 



Ph-CH2~NH- C- O 




Me 



RN 141287-46-9 CAPLUS 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3, 4-dihydro-, 1- [ ( 3-f luoro-4- 

pyridinyl) propylamino] -3-methyl-lH-indol-5-yl ester (9CI) (CA INDEX NAME) 
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RN 141303-08-4 CAPLUS 
CN Carbamic acid, (phenylmethyl) 
ester (9CI) (CA INDEX NAME) 



1- (propyl-4-pyridinylamino) -lH-indol-5-yl 



Ph-CH2-NH-C- 0 




RN 141303-09-5 CAPLUS 

CN Carbamic acid, [( 4-chlorophenyl) methyl] -, 1- (propyl-4-pyridinylamino) -1H- 
indol-5-yl ester (9CI) (CA INDEX NAME) 



CI 
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CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 

LANGUAGE : 

GI 



Chem. Res. Dep., Hoechst-Roussel Pharm., Inc., 
Somerville, NJ, 08876, USZ 

Journal of Chromatography ( 1991 ) ,^72 ( 1-2 ) , 352-9 
CODEN: JOCRAM; ISSN: 0cfej.-9673 
Journal 
English 




e hci 



AB 



IT 



RN 
CN 



HP 749 (I), a non-receptor-dependent cholinomimetic agent with 
noradrenergic activity, is a potential agent for the treatment of 
Alzhei mer's disease " Pharmacokinetic studies in animals and humans showed 
that I was well absorbed and metabolized primarily to the N-despropyl 
metabolite (P7480, II) after oral administration. To facilitate the 
kinetic studies, a sensitive and selective high-performance chromatog. 
assay was developed. I and II are extd. from plasma by a mixt . of 
cyclohexane-Et acetate and chromatographed on an isocratic reversed-phase 
high-performance liq. chromatog. system employing an anal. Ph column with 
acetonitrile-ammonium formate as mobile phase. The concns . of these two 
compds., quantitated by internal standardization, are monitored by UV 
detection. The method is linear in the plasma assay over a concn. range 
of 0.5-500 ng/mL for both compds. with a quantitation limit of 0.5 ng/mL. 
The precision and accuracy of the calibration curves and/or method are 
less than 10%. The recovery of I and II from plasma is 63-74 and 63-68%, 
resp., over a concn. range of 0.5-500 ng/mL. 
130953-69-4, HP 749 138624-41-6, P 7480 
RL: ANT (Analyte) ; ANST (Analytical study) 

(detn. of, in blood of humans by HPLC) 
130953-69-4 CAPLUS 

lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 




n-Pr 



• HCI 



RN 138624-41-6 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl-, monohydrochloride (9CI) (CA INDEX NAME) 
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HC1 
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FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2003 ACS 
1989:114690 CAPLUS 
110:114690 

Preparation of N- (pyridyl ) -IH-indol-l-amines as 

Effland, Richard Charles; Klein, Joseph Thomas 
Hoechst-Roussel Pharmaceuticals, Inc., USA 
Eur. Pat. Appl., 39 pp. 
CODEN: EPXXDW 
Patent 
English 
1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



EP 


287982 


A2 


19881026 




EP 


1988-106121 


19880418 


EP 


287982 


A3 


19910327 










EP 


287982 


Bl 


19941207 












fe—^AT, BE, 


CH, DE, 


ES, FR, GB, 


GR, IT, LI, LU, NL, 


SE 




206532^J> 


A 


19891114 




US 


1988-171102 


198804.04 




T3 


19950216 




ES 


1988-106121 


19880418 


FI 


8801874 


A 


19881025 




FI 


1988-1874 


19880421 


FI 


90978 


B 


19940114 










FI 


90978 


C 


19940425 










ZA 


8802810 


A 


19881130 




ZA 


1988-2810 


19880421 


DK 


8802234 


A 


198.81025 




DK 


1988-2234 


19880422 


DK 


172153 


Bl 


19971201 










NO 


8801776 


A 


19881025 




NO 


1988-1776 


19880422 


NO 


168104 


B 


19911007 










NO 


168104 


C 


19920115 










AU 


8815100 


Al 


19881027 




AU 


1988-15100 


19880422 


AU 


594876 


B2 


19900315 










JP 


63280079 


A2 


19881117 




JP 


1988-98467 


19880422 


IL 


86154 


Al 


19920329 




IL 


1988-86154 


19880422 


CA 


1330661 


Al 


19940712 




CA 


1988-564923 


19880422 


US 


4970218 


A 


19901113 




US 


1989-405156 


19890911 


US 


5039811 


A 


19910813 




US 


1990-571473 


19900823 


PRIORITY APPLN. INFO 






US 


1987-42079 


19870424 










US 


1988-171102 


19880404 










us 


1989-405156 


19890911 



OTHER SOURCE (S) : 
GI 



CASREACT 110:114690; MARPAT 110:114690 
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*m' 




jj-Rln 



N 

NHR2 



II 



'N 
Or 



III 



AB 



IT 



RN 
CN 



Title compds. [I; R = H, halo, alkyl, OH, N02, etc.; Rl = H, alkyl, 
alkenyl, alkylcarbonyl, etc.; R2 H, alkyl, alkenyl, alkynyl, Ph, etc.; R3 
= H, N02, (substituted) NH2, halo, alkyl; m,n = 1,2; p = 0,1] are prepd. 
from indoles II ( R = H, halo, alkyl, alkoxy, N02, cyano, CHO, alkylthio, 
alkoxycarbonylalkylthio; Rl = H, alkyl, halo, cyano; R2 = H, alkyl; m, n 
1,2) and pyridines III (X = CI, F; R3 = H, N02, halo, alkyl; p = 0,1), 
followed by optional substitutions. A soln. of II (Rm = Rln = R2 = H) , 
4-chloropyridine . HC1, and pyridine in Me2CHOH was stirred at 85. degree, 
for 1.5 h to give N- ( 4-pyridyl) -lH-indol-l-amine which was converted to 
its maleate salt. The latter, at 0.04 mg/kg s.c, reversed 
scopolamine-induced deficit in 53% of tested rats. 
119229-75-3 

RL: RCT ( React ant ) ; RACT (React ant or reagent) 

(alkylation of, in prepn. of pharmaceuticals) 
119229-75-3 CAPLUS 

lH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




IT 119229-42-4 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(hydrogenation of, in prepn. of pharmaceuticals) 
RN 119229-42-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 4-nitro-l-oxido-3-pyridinyl) - (9CI) (CA INDEX NAME) 
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IT 119229-48-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as memory enhancer, antidepressant, and analgesic) 
RN 119229-48-0 CAPLUS 

CN " lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




119229- 


37 


-7P 


119229- 


■38 


-8P 


119229 


-39- 


■9P 


119229- 


•40 


-2P 


119229- 


■41 


-3P 


119229 


-42- 


4P 


119229- 


43 


-5P 


119229- 


•44 


-6P 
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RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, for enhancing memory, as analgesic, and antidepressant) 
RN 119229-37-7 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119229-38-8 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-39-9 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-38-8 
CMF C15 H13 N3 0 . 




CHO 

CM 2 

CRN .110-16-7 
CMF C4 H4 04 
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Double bond geometry as shown. 




RN 119229-40-2 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-41-3 CAPLUS 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 0 




CHO 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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HO2C 




CO2H 



RN 119229-42-4 CAPLUS 

CN lH-Indol-l-amine, N- (4-nitro-l~oxido-3-pyridinyl) - (9CI) (CA INDEX NAME) 




N02 



NH 



0^3 



RN 119229-43-5 CAPLUS 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 





N- Me 

1 



CH= CH2 
RN 119229-44-6 CAPLUS 

CN IH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 
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CH=CH2 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-45-7 CAPLUS 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 




Et 



• HC1 

RN 119229-46-8 CAPLUS 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




NH 

CI 



RN 119229-47-9 CAPLUS 

CN IH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




NH 

CI 

CM 2 

CRN 110-16-7 
CMF C4 H4 04 

.Double bond geometry as. shown. 




C0 2 H 

RN 119229-49-1 CAPLUS 

CN IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 
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I 

i 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-50-4 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-4 -pyridinyl- (9CI) (CA INDEX NAME) 




Br 



RN 119229-51-5 CAPLUS 

CN IH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 
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Jones 



10/076191 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-52-6 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Br 



RN 119229-53-7 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-52-6 
CMF C14 H12 Br N3 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-54-8 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Br 



RN 119229-55-9 CAPLUS 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 
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10/076191 



Br 




N- Pr-n 

i 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 




C02H 



RN 119229-56-0 CAPLUS 

CN IH-Indol-l-amine, 5-nitro-N-4-pyridinyl-, monohydrochloride' ( 9CI) 
INDEX NAME) 



02N 




HC1 



RN 119229-57-1 CAPLUS 

CN IH-Indol-l-amine, 5-nitro-N-4-pyridinyl- (9CI) 



(CA INDEX NAME) 
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RN- 119229-58-2 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-59-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- / (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 Page 243 

Double bond geometry as shown. 



HO2C 




CO2H 



RN 119229-60-6 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-61-7 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 




Me 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 O 

li II 
HO- C~ C~ OH 



RN 119229-62-8 CAPLUS 
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CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-63-9 CAPLUS 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 




Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




C0 2 H 



RN 119229-64-0 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 
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Me 



• HC1 



RN 119229-65-1 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 




RN 119229-66-2 CAPLUS 

CN lH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-67-3 CAPLUS 

CN lH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-66-2 
CMF C16 H15 N3 
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Jones 



10/076191 




N~CH2~CH== CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



HO2C 




C0 2 H 



RN 119229-68-4 CAPLUS 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




N- Pr-n 



• HC1 



RN 119229-69-5 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-propyl- (9CI) (CA INDEX 
NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 




RN 119257-32-8 CAPLUS 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-33-9 CAPLUS 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119257-35-1 CAPLUS 

CN IH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Et 



RN 119257-36-2 CAPLUS 

CN IH-Indol-l-amine, N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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CO2H 

RN 119257-37-3 CAPLUS 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 




N- Me 

' CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 

RN 119257-38-4 CAPLUS 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Et 

RN 119257-39-5 CAPLUS 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- , (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 
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CM 1 

CRN 119257-38-4 
CMF CI 5 H15 N3 




N- Et 



C0 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 




C0 2 H 



RN 119257-40-8 CAPLUS 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM . 1 

CRN 119257-34-0 
CMF C16 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
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Double bond geometry as shown. 




CO2H 

RN 119257-41-9 CAPLUS 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




CO2H 



RN 119257-42-0 CAPLUS 

CN 3, 4-Pyridinediamine, N3-lH-indol-l-yl-, 1-oxide (9CI) (CA INDEX NAME) • 




NH 
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RN 119257-43-1 CAPLUS 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl- (9CI) (CA INDEX 
NAME) 



. N v 
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AB The title compds . I (R = Ph, Rl = 2-pyridyl, 8-quinolyl; R - p-FC6H4, 

p-ClC6H4, Rl = 2-pyridyl, 2-, and 8-quinolyl) were prepd. in 43-79% yields 
by treating R1NHNHCOC (OH) R2 with coned. H2S04 for 15 min at room temp. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The syni-lipsi npripmnry enhancing, analgetic, and antidepressant 

yl-N 



N-alkyl-N-pyridinyl-lH-indol-l-armines is described. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 173341-09-8P, 3-Chloro-N-4-pyridinyl-lH-indol-l-amine 
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CI 




RN 173341-10-1 USPATFULL 

CN Benzoic acid, 2-hydroxy-, compd. with 3-chloro-N-4-pyridinyl-lH-indol-l- 
amine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 173341-09-8 
CMF C13 H10 CI N3 - 



CI 




CM 2 

CRN 69-72-7 
CMF C7 H6 03 




RN 173341-11-2 USPATFULL 

CN lH-Indol-l-amine, 3-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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?r ^ N 
RN 173341-12-3 USPATFULL 
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CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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N- Pr-n 





• HC1 
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N-alkyl-N-pyridinyl-lH-indol-l-amines is described. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 173341-09-8P, 3-Chloro-N-4-pyridinyl-lH-indol-l-amine 
173341-10-1P 173341-11-2P, 3-Chloro-N-propyl-N-4- 
pyridinyl-lH-indol-l-amine 173341-12-3P 

(prepn. of N-alkyl-N-pyridinyl-lH-indol-l-amines via arylation of 
l-amino-3-haloindoles with hal.opyridines followed by alkylation and 
dehalogenation) 
RN 173341-09-8 US PAT FULL 

CN lH-Indol-l-amine, 3-chloro-N-4 -pyridinyl- (9CI) (CA INDEX NAME) 



CI 




RN 173341-10-1 USPATFULL 

CN Benzoic acid, 2-hydroxy-, compd. with 3-chloro-N-4-pyridinyl-lH-indol-l- 
amine (1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 173341-09-8 
CMF C13 H10 CI N3 
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CRN 69-72-7 
CMF C7 H6 03 
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l-amino-3-haloindoles with halopyridines followed by alkylation and 
dehalogenation) 
RN 119257-34-0 USPATFULL 
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PATENT ASSIGNEE (S) 



96:43781 US PAT FULL 
Synthe^si^^ja-E-^^ 

Ef fTand, Richard C, Bridgewater, NJ, United States 
Davis, Larry, Sergeantsville, NJ, United States 
Olsen, Gordon E. , Somerset, NJ, United States 
Hoechst Marion Roussel Inc., Somerville, NJ, United 
States (U.S. corporation) 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
RELATED APPLN. INFO 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



S 55193>31x ? 19960521 
^9^3^58645 19931020 (8) 

Division of Ser. No. US 1992-976778, filed on 16 Nov 
1992, now patented, Pat. No. US 5276156 which is a 
division of Ser. No. US 1991-684758, filed on 15 Apr 
1991, now patented, Pat. No. US 5214038 
Utility 
Granted 

Datlow, Philip I. 
Maurer, Barbara V. 
2 
1 

645 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB This application relates to a proce ss for t he preparation of 

indolylpyridooxazines of the formula ##STRT f# Whe^elli K.aub.l, - R .sub.2 
and R.sub.3 are as defined in the specification which comprises 
cyclizing compound of the formula ##STR2## in the presence of a strong 
base such as sodium hydride or potassium t-butoxide. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 119257-43-1P 145660-04-4P 145660-05-5P 

145660-06-6P 145660-07-7P 145660-08-8P 

(prepn. of, as intermediate for dihydro (indolyl) pyridooxazine 
(antidepressant and memory enhancer) ) 
RN 119257-43-1 US PAT FULL 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 
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Me 



RN 145660-04-4 US PAT FULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N- (3-methyl-lH-indol-l-yl) ethyl este 
(9CI) (CA INDEX NAME) 




Me 



RN 145660-05-5 US PAT FULL 

CN Ethanol, 2- [ (3-fluoro-4-pyridinyl) (3-methyl-lH-indol-l-yl ) amino] - (9CI) 
(CA INDEX NAME) 




Me 



RN 145660-06-6 USPATFULL 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl) [5- (phenylmethoxy) -lH-indol-l-yl] amino] 
(9CI) (CA INDEX NAME) 
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N~ CH2™CH2-OH 



Ph- CH2-0 



RN 145660-07-7 US PAT FULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl) -N-lH-indol-l-yl-, ethyl ester (9CI) (CA 
INDEX NAME) 




RN 145660-08-8 US PAT FULL 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl) -lH-indol-l-ylamino] - (9CI) (CA INDEX 
NAME) 




IT 145660-09-9 145660-10-2 

(reactant for dihydro (indolyl ) pyridooxazine (antidepressant and memory 
enhancer) ) 
RN 145660-09-9 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N- [5- (phenylmethoxy ) -lH-indol-l-yl] 
ethyl ester (9CI) (CA INDEX NAME) 
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Ph-CH2-0 




N-CH2-C- OEt 



RN 145660-10-2 US PAT FULL 

CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 
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94:1547 USPATFULL 

N- (halopyridin-4-yl) -N-substituted compounds as 

intermediates in the preparation of 

1- (pyrido [3, 4-b] -1, 4-oxazinyl-4-yl-lH-indoles 

Ef f la nd, Richa rd C, Bridgewater, NJ, United States 

Davis"; Larry, Sergeant svi lie, NJ, United States 

Olsen, Gordon E . , Somerset, NJ, United States 

Hoechst-Roussel Pharmaceuticals Incorporated, 

Somerville, NJ, United States (U.S. corporation) 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
RELATED APPLN. INFO. 



19940104 
19921116 (7) 

1991-684758, filed on 15 Apr 
. No. US 5214038 



276156^ 
U^r^2^576778 
Division of Ser. No. US 
1991, now patented, Pat, 
Utility 
Granted 
Ford, John M. 
Datlow, Philip 
Korsen, Elliott 
4 
1 

624 

INDEXING IS AVAILABLE FOR THIS PATENT. 

This invention relates to 1- (pyrido [3, 4-b] -1, 4-oxazinyl-4-yl) -IH-indoles 
of the formula ##STR1## where R.sub.l -R.sub.3 are as defined herein 
which are useful for al leviation , of depress ion and various memo ry 
dysfunction characterized by a cholinergic or adrenergic deficit. This 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
LEGAL REPRESENTATIVE 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
CAS 
AB 
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invention also relates to intermediate compounds of the formula ##STR2## 
where R.sub.l, R.sub.2, R.sub.3, R.sub.7 and X are as defined herein. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 119257-43-1P 145660-04-4P 145660-05-5P 

145660-06-6P 145660-07-7P 145660-08-8P 

(prepn. of, as intermediate for dihydro (indolyl)pyridooxazine 
(antidepressant and memory enhancer) ) 
RN 119257-43-1 US PAT FULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 




Me 



RN 145660-04-4 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N- (3-methyl-lH-indol-l-yl) ethyl ester 
(9CI) (CA INDEX NAME) 




Me 



RN 145660-05-5 USPATFULL 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl ) (3-methyl-lH-indol-l-yl) amino] - (9CI) 
(CA INDEX NAME) 
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N-CH2-CH2-OH 




Me 



RN 145660-06-6 USPATFULL 

CN Ethanol, 2- [ ( 3-f luoro-4-pyridinyl) [5- (phenylmethoxy ) -lH-indol-l-yl] amino] - 
(9CI) (CA INDEX NAME) 



F' 




N-CH2-CH2-OH 




RN 145660-07-7 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N-lH-indol-l-yl-, ethyl ester (9CI) (CA 
INDEX NAME) 




RN 145660-08-8 USPATFULL 

CN Ethanol, 2- [ ( 3-f luoro-4-pyridinyl ) -IH-indol-l-ylamino] - (9CI) (CA INDEX 
NAME) 
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IT 145660-09-9 145660-10-2 

(re.actant for dihydro ( indolyl ) pyridooxazine (antidepressant and memory 
enhancer) ) 
RN 145660-09-9 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N- [5- (phenylmethoxy) -lH-indol-l-yl] -, 
ethyl ester (9CI) (CA INDEX NAME) 



Ph-CH2-0' 




RN 145660-10-2 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 
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1- (pyrido[3, 4-b] -1, 4-oxazinyl-4-yl) -lH-indoles and 
intermediates for the preparation thereof 
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KIND 



DATE 



584758 
Utility 
Granted 

Shah, Mukund J. 
Datlow, Philip I. 
Korsen, Elliott 
12 

1, 11, 12 



19930525 
19910415 



(7) 



677 

CAS INDEXING IS AVAILABLE FOR THIS PATENT." 

AB This invention relates to compounds of the formula ##STR1## 

wherein 

R.sub.l is hydrogen or loweralkyl; 

R.sub.2 is hydrogen or loweralkyl; and 

R.sub.3 is hydrogen, loweralkyl, halogen, nitro, amino, hydroxy, 

loweralkoxy, benzyloxy or ##STR2## 

where R.sub.4 is hydrogen or loweralkyl and R.sub.5 is loweralkyl, aryl 
or arylloweralkyl, or R.sub.4 and R.sub.5 taken together form a 
heterocyclic ring selected from the group consisting of" ##STR3## 

wherein 

R.sub.6 is hydrogen, loweralkyl, aryl or arylloweralkyl or a 
pharmaceutical^ acceptable acid addition salt thereof. 

The compounds of this invention are useful for alleviating depression 
and various memory dysfunctions characterized by a cholinergic or 
adrenergic deficit, such as • Alzheimer 1 s D iseas e . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 
IT 119257-43-1P 145660-04-4P 145660-05-5P 

145660-06-6P 145660-07-7P 145660-08-8P 

(prepn. of, as intermediate for dihydro (indolyl) pyridooxazine 
(antidepressant and memory enhancer) ) 
RN 119257-43-1 US PAT FULL 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 




RN 145660-04-4 US PAT FULL 
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CN Glycine, N- (3-f luoro-4-pyridinyl) -N- ( 3-methyl-lH-indol-l-yl) ethyl ester 
(9CI) (CA INDEX NAME) 




Me 



RN 145660-05-5 US PAT FULL 

CN Ethanol, 2- [ ( 3-f luoro-4-pyridinyl ) ( 3-methyl-lH-indol-l-yl ) amino] - (9CI) 
(CA INDEX NAME) 




Me 



RN 145660-06-6 USPATFULL 

CN Ethanol, 2- [ (3-f luoro-4-pyridinyl) [5- (phenylmethoxy) -lH-indol-l-yl ] amino] - 
(9CI) (CA INDEX NAME) 




N-CH2-CH2-OH 




RN 145660-07-7 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N-lH-indol-l-yl-, ethyl ester (9CI) (CA 
INDEX NAME) 
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N-CH2-C- OEt 

C0 



RN 145660-08-8 USPATFULL 

CN Ethanol, 2- [ ( 3-f luoro-4-pyridinyl) -lH-indol-l-ylamino] - (9CI) (CA INDEX 
NAME) 




N-CH2-CH2-OH 




IT 145660-09-9 145660-10-2 

(reactant for dihydro (indolyl ) pyridooxazine (antidepressant and memory 
enhancer) ) 
RN 145660-09-9 USPATFULL 

CN Glycine, N- ( 3-f luoro-4-pyridinyl ) -N- [5- (phenylmethoxy) -IH-indol-l-yl ] -, 
ethyl ester (9CI) (CA INDEX NAME) 




Ph~CH2-0 

RN 145660-10-2 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - (9CI) (CA INDEX NAME) 
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USPATFULL 

92:27536 USPATFULL 

1- (substituted pyridinylamino) -lH-indol-5-yl 
substituted carbamates 

Effland, Richard C, Bridgewater, NJ, United States 
Davis, Larry, Sergeantsville, NJ, United States 
Olsen, Gordon E . , Somerset, NJ, United States 
Klein, Joseph T. , Bridgewater, NJ, United States 
Wettl'aufer, David G., Phillipsburg, NJ, United States 
NemQto, Peter A. , Bound Brook, NJ, United States 
ioechst-Roussel Pharmaceuticals Inc., Somerville, NJ, 
li-ted States {TTTST>corporation) 



DATE 




UC 

US 

Utility 
Granted 

Ivy, C. Warren 
Turnipseed, James 
Ikeda, Tatsuya 
42 
1 



19920407 
19900723 



(7) 



H. 



1347 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB There are disclosed various compounds of the formula below, ##STR1## 

where n is 0 or 1; 



X is hydrogen, halogen, nitro, amino, trif luoromethyl , loweralkyl, or 
loweralkoxy; 

Y is hydrogen, halogen, nitro, amino, trif luoromethyl, loweralkyl, or 
loweralkoxy; 

R.sub.l is hydrogen, loweralkyl, arylloweralkyl, loweralkenyl, 
loweralkynyl, loweralkanoyl, arylloweralkanoyl, heteroarylloweralkyl or 
heteroarylloweralkanoyl; 

R.sub.2 is hydrogen, loweralkyl, formyl or cyano; 
R.sub.3 is hydrogen or loweralkyl; 

R.sub.4 is loweralkyl, arylloweralkyl, cycloalkyl, aryl or heteroaryl; 
or alternatively, — NR. sub. 3 R.sub.4 taken together constitutes ##STR2## 
R.sub.5 being hydrogen, loweralkyl, aryl, arylloweralkyl, heteroaryl or 
heteroarylloweralkyl, 
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which compounds are useful for the treatment of various memory 
dysfunctions characterized by a choline rgic deficit such as Alzheimer's 
disease. 1 — ~~ — — - 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 141287-48-1P 141287-49-2P 141287-50-5P 

141287-51-6P 141287-52-7P 141287-53-8P 

141287-54-9P 141287-55-0P 141287-56-1P 

141287-57-2P 141287-58-3P 141287-59-4P 

141287-60-7P 141287-61-8P 141287-62-9P 

141287-64-1P 141287-65-2P 141287-66-3P 

141287-67-4P 141287-68-5P 141287-69-6P 

141287-70-9P 141287-71-OP 141287-72-1P 

(prepn. and reaction of, in prepn. of acetylcholinesterase inhibitors) 
RN 141287-48-1 US PAT FULL 

CN lH-Indol-l-amine, 5- (phenylmethoxy) -N-4-pyridinyl- (9CI) (CA INDEX NAME) 



Ph- CH2~0 




RN 141287-49-2 USPATFULL 

CN lH-Indol-5-ol, 1- ( 4-pyridinylamino) - (9CI) (CA INDEX NAME) 




RN 141287-50-5 USPATFULL 

CN lH-Indol-l-amine, N-methyl-5- (phenylmethoxy) -N-4-pyridinyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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Ph- CH2-0 




N — Me 

i 



• HC1 

RN 141287-51-6 US PAT FULL 

CN lH-Indol-l-amine, N-methyl-5- (phenylmethoxy) -N-4-pyridinyl- (9CI) (CA 
INDEX NAME) 




N- Me 

i 



Ph~CH2-0' 




RN 141287-52-7 US PAT FULL 

CN lH-Indol-5-ol, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX NAME) 




HO 



X 




N- Me 

I 

i 

N^ 



RN 141287-53-8 US PAT FULL 

CN lH-Indol-l-amine, 5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- ( 9CI ) (CA 
INDEX NAME) 
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N- Pr-n 



Ph-CH2~0 



RN 141287-54-9 US PAT FULL 

CN lH-Indol-l-amine, 5- (phenylm'ethoxy ) -N-propyl-N-4-pyridinyl-, 
(2Z) -2-butenedioate (1:1) (9CI) {CA INDEX NAME) 

CM 1 

CRN 141287-53-8 
CMF C23 H23 N3 0 



Ph-CH2-0' 




H0 2 C 



CM 2 

CRN 110-16-7 
CMF C4 H4 .04 
CDES 2:Z 

Double bond geometry as shown. 



C02H 




RN 141287-55-0 US PAT FULL 

CN lH-Indol-5-ol, 1- (propyl-4-pyridinylamino) - (9CI) (CA INDEX NAME) 
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RN 141287-56-1 USPATFULL 

CN Carbamic acid, cyclohexyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 




RN 141287-57-2 USPATFULL 

CN IH-Indol-l-amine, N- {3-f luoro-4-pyridinyl) -5- (phenylmethoxy) - (9CI) (CA 
INDEX NAME) 




RN 141287-58-3 USPATFULL 

CN IH-Indol-l-amine, N- (3-f luoro-4-pyridinyl ) -5- (phenylmethoxy) -N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 
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• HC1 

RN 141287-59-4 US PAT FULL 

CN lH-Indol-l-amine, N- (3-fluoro-4-pyridinyl) -5- (phenylmethoxy) -N-propyl- 
(9CI) (CA INDEX NAME) 




RN 141287-60-7 US PAT FULL 

CN lH-Indol-5-ol, 1- [( 3-f luoro-4-pyridinyl ) amino] - (9CI) (CA INDEX NAME) 




RN 141287-61-8 US PAT FULL 

CN lH-Indol-5-ol, 1- [ (3-f luoro-4-pyridinyl) propylamino] monohydrochloride 
(9CI) (CA INDEX NAME) 
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HO' 





I 



N- Pr-n 



HC1 



RN . 141287-62-9 US PAT FULL 

CN lH-Indol-5-ol, 1- [( 3-f luoro-4-pyridinyl ) propylamine)] - (9CI) (CA INDEX 
NAME) 




RN 141287-64-1 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-4-pyridinyl- (9CI) (CA 
INDEX NAME) 



Ph-CH2— 0' 





NH 

I 

N. 



Me 



RN 141287-65-2 US PAT FULL 

CN lH-Indol-5-ol, 3-methyl-l- ( 4-pyridinylamino) - (9CI) 



(CA INDEX NAME) 
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RN 141287-66-3 US PAT FULL 

CN lH-Indol-1 -amine, 3 -methyl -5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- ( 9CI ) 
(CA INDEX NAME) 




RN 141287-67-4 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-5- (phenylmethoxy) -N-propyl-N-4-pyridinyl- , 
(2E)-2-butenedioate (2:1) (9CI)* (CA INDEX NAME) 

CM 1 

CRN 141287-66-3 
CMF C24 H25 N3 O 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 
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CDES 2:E 

Double bond geometry as shown. 

E ^C02H 

HO2C 

RN 141287-68-5 USPATFULL 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




RN 141287-69-6 USPATFULL 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) ethanedioate (2:1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141287-68-5 
CMF C17 HI 9 N3 0 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 

0' O 

II II 
HO- C~ C- OH 
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RN 141287-70-9 USPATFULL • 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-5- (phenylmethoxy) - 
(9CI) (CA INDEX NAME) 




RN 141287-71-0 USPATFULL 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -3-methyl-5- (phenylmethoxy) -N- 
propyl- (9CI) (CA INDEX NAME) 




RN 141287-72-1 USPATFULL 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamino] -3-methyl- (9CI) (CA 
INDEX NAME) 




IT 141287-16-3P 141287-17-4P 141287-18-5P 

141287-19-6P 141287-20-9P 141287-21-OP 
141287-22-1P 141287-23-2P 141287-24-3P 
141287-25-4P 141287-26-5P 141287-27-6P 
141287-28-7P 141287-29-8P 141287-30-1P 
141287-31-2P 141287-32-3P 141287-33-4P 
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141287-34-5P 141287-35-6P 141287-36-7P 
141287-37-8P 141287-38-9P 141287-39-0P 
141287-40-3P 141287-41-4P 141287-42-5P 
141287-43-6P 141287-44-7P 141287-45-8P 
141287-46-9P 141303-08-4P 141303-09-5P 

(prepn. of, as acetylcholinesterase inhibitor) 
RN 141287-16-3 US PAT FULL 

CN lH-Indol-5-ol, . 1- (methyl-4-pyridinylamino) methylcarbamate (ester) (9CI) 
(CA INDEX NAME) 




RN 141287-17-4 USPATFULL 

CN Carbamic acid, butyl-, 1- (methyl-4-pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 




0 

n-BuNH-C- 0' 



• HC1 

RN 141287-18-5 USPATFULL 

CN Carbamic acid, (phenylmethyl) -, 1- (methyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 
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N- Me 



Ph- CH2~ NH- C~ O' 



RN 141287-19-6 US PAT FULL 

CN lH-Indol-5-ol, 1- (propyl-4-pyridinylamino) - , methylcarbamate (ester) (9CI) 
(CA INDEX NAME) 




N- Pr-n 



MeNH- C- 0' 



RN 141287-20-9 US PAT FULL 

CN Carbamic acid, ethyl-, 1- (propyl- 4 -pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 




EtNH- C- O 



HC1 



RN 141287-21-0 US PAT FULL 

CN Carbamic acid, propyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 
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n-PrNH-C- 0 




RN 141287-22-1 US PAT FULL 

CN Carbamic acid, ( 1-methylethyl ) -, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 



i-PrNH-C- 0 




RN 141287-23-2 US PAT FULL 

CN Carbamic acid, butyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 141287-24-3 USPATFULL 

CN Carbamic acid, heptyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 
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0 



Me- (CH2) 6-NH-C-O 




RN 141287-25-4 US PAT FULL 

CN Carbamic acid, cyclohexyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 




O 

II 

NH- C- 




N- Pr-n 

i 

N^ 



• HC1 

RN 141287-26-5 US PAT FULL 

CN Carbamic acid, ( 2-phenylethyl ) 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 



N- Pr-n 



Ph- CH2- CH2~ NH- C~ 0 



CO 



HC1 



RN 141287-27-6 USPATFULL 
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CN 



Carbamic acid, (2-phenylethyl) 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) * 



Ph- CH2~ CH2~ NH- C~ 0 




N- Pr-n 



RN 
CN 



141287-28-7 US PAT FULL 

Carbamic acid, ( 1-phenylethyl) -, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



n-Pr 




RN 141287-29-8 US PAT FULL 

CN Carbamic acid, dimethyl-, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl ester 
(9CI) (CA INDEX NAME) 



Me2N— C- O' 




RN 141287-30-1 US PAT FULL 

CN 1-Piperidinecarboxylic acid, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 
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RN 141287-31-2 US PAT FULL 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3, 4-dihydro- , l-(propyl-4- 
pyridinylamino) -lH-indol-5-yl ester (9CI) (CA INDEX NAME) 




RN 141287-32-3 US PAT FULL 

CN lH-Indol-5-ol, 1- [ ( 3-f luoro-4-pyridinyl ) propylamine-] - , methyl carbamate 
(ester) (9CI) (CA INDEX NAME) 




RN 141287-33-4 US PAT FULL 

CN Carbamic acid, butyl-, 1- [ (3-f luoro-4-pyridinyl) propylamino] -lH-indol-5-yl 
ester, monohydrochloride (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 Page 284 




• HC1 

RN 141287-34-5 US PAT FULL 

CN Carbamic acid, butyl-, 1- [ (3-f luoro-4-pyridinyl ) propylamino] -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 



0 

n-BuNH-C- 0 




RN 141287-35-6 US PAT FULL 

CN Carbamic acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl ) propylamino] -lH-indol-5- 
yl ester, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 

RN 141287-36-7 US PAT FULL 

CN Carbamic acid, heptyl-, l-[ (3-f luoro-4-pyridinyl ) propylamino] -lH-indol-5- 
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yl ester (9CI) (CA INDEX NAME) 



0 



Me- (CH2) 6~NH- C~0 



N- Pr-n 



RN 141287-37-8 US PAT FULL ■ 

CN lH-Indol-5-ol, 3-methyl-l- (propyl-4-pyridinylamino) -, methylcarbamate 
(ester) (9CI) (CA INDEX NAME) 




RN 141287-38-9 US PAT FULL 

CN Carbamic acid, butyl-, 3-methyl-l- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 



-BuNH-C- 0' 




RN 141287-39-0 US PAT FULL 

CN Carbamic acid, heptyl-, 3-methyl-l- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 
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Me- (CH2) 6-NH-C-O' 




RN 141287-40-3 US PAT FULL 

CN Carbamic acid, (phenylmethyl ) 3-methyl-l- (propyl-4-pyridinylamino) -1H- 
indol-5-yl ester (9CI) (CA INDEX NAME) 



Ph- CH2-NH-C- 0 




RN 141287-41-4 USPATFULL 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3, 4-dihydro-, 3-methyl-l- (propyl-4- 
pyridinylamino) -lH-indol-5-yl ester (9CI) (CA INDEX NAME) 




N- 



O 
II 

-c- 




RN 141287-42-5 USPATFULL 

CN lH-Indol-5-ol, 1- [ (3-f luoro-4-pyridinyl) propylamino] -3-methyl-, 
' methylcarbamate (ester) (9CI) (CA INDEX NAME) 
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0 

MeNH- C- 0' 




RN 141287-43-6 USPATFULL 

CN Carbamic acid, butyl-, 1- [ (3-f luoro-4-pyridinyl) propylamino] -3-methyl-lH- 
indol-5-yl ester (9CI) (CA INDEX NAME) 




RN 141287-44-7 USPATFULL 

CN Carbamic acid, heptyl-, 1- [ (3-f luoro-4-pyridinyl) propylamino] -3-methyl-lH 
indol-5-yl ester (9CI) (CA INDEX NAME) 




RN 141287-45-8 USPATFULL 

CN Carbamic acid, (phenylmethyl) 1- [ (3-f luoro-4-pyridinyl) propylamino] -3- 
methyl-lH-indol-5-yl ester (9CI) (CA INDEX NAME) 
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O 

II 

Ph-CH2~NH™C- 




RN 141287-46-9 US PAT FULL 

CN 2 (1H) -Isoquinolinecarboxylic acid, 3 , 4-dihydro-, 1- [ (3-f luoro-4- 

pyridinyl) propylamine)] -3-methyl-lH-indol-5-yl ester (9CI) (CA INDEX 
NAME) 




Me 



RN ' 141303-08-4 US PAT FULL 

CN Carbamic acid, (phenylmethyl ) -, 1- (propyl-4-pyridinylamino) -lH-indol-5-yl 
ester (9CI) (CA INDEX NAME) 




RN 141303-09-5 US PAT FULL 

CN Carbamic acid, [( 4-chlorophenyl ) methyl] -, 1- (propyl-4-pyridinylamino) -1H- 
indol-5-yl ester (9CI) (CA INDEX NAME) 
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CH2-NH- C- 0 




L9 ANSWER 4 9 OF 51 US PAT FULL 
ACCESSION NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) 



91: 64 964 USPATFULL 

Preparation of N- (pyridinyl ) -lH-indol-1 -amines 
Effland, Richard C, Bridgewater, NJ, United States 
Klein,' Joseph T., Bridgewater, NJ, United States 
Davis, Lacxv, ^ Sergea nt svi lie, NJ, United States 
01SjerT7^^QJ?dtfn^ Somerset, NJ, United States 
L^chs€-Roussel Pharmaceuticals Inc., Somerville, NJ, 
Uted States JJJ^ST corporation) 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
RELATED APPLN. INFO. 



50398! 

<571473 
Division of Ser. No. 
1989, now patented, 



19910813 
19900823 (7) 
US 1989-405156, filed on 
Pat. No. US 4970218 which 



11 
is 



US 1988-171102, 
. No. US 4880822 



Sep 
a 

filed 
which 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER': 
LEGAL REPRESENTATIVE 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



continuation-in-part of Ser. No. 
on 4 Apr 1988, now patented, Pat 

is a continuation-in-part of Ser. No. US 1987-42079, 
filed on 24 Apr 1987, now abandoned 
Utility 
Granted 
Fan, Jane T. 
Ikeda, Tatsuya 
1 
1 

1694. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB There are disclosed compounds of the formula, ##STR1## wherein m, n, p 

R, R.sub.l, R.sub.2 and R.sub.3 are as defined in the specification; 
which compounds are useful for enhancing memory and also as analgesic 
and nm-Mnprrnrinnl- agents. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 119229-75-3 

(alkylation of, in prepn. of pharmaceuticals) 
RN 119229-75-3 USPATFULL 

CN lH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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IT 119229-42-4 

(hydrogenation of, in prepn. of pharmaceuticals) 
RN 119229-42-4 US PAT FULL 

CN lH-Indol-l-amine, N- ( 4-nitro-l-oxido-3-pyridinyl) - (9CI) (CA INDEX NAME) 




IT 119229-48-0P 

(prepn. of, as memory enhancer, antidepressant, and analgesic) 
RN 119229-48-0 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




IT 119229-37-7P 119229-38-8P 119229-39-9P 

119229-40-2P 119229-41-3P 119229-42-4P 

119229-43-5P 119229-44-6P 119229-45-7P 

119229-46-8P 119229-47-9P 119229-49-1P 

119229-50-4P 119229-51-5P 119229-52-6P 

119229-53-7P 119229-54-8P 119229-55-9P 

119229-56-0P 119229-57-1P 119229-58-2P 

119229-59-3P 119229-60-6P 119229-61-7P 

119229-62-8P 119229-63-9P 119229-64-0P 
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119229-65-1P 119229-66-2P 119229-67-3P 
119229-68-4P 119229-69-5P 119257-32-8P 
119257-33-9P 119257-34-0P 119257-35-1P 
119257-36-2P 119257-37-3P 119257-38-4P 
119257-39-5P 119257-40-8P 119257-41-9P 
119257-42-0P 119257-43-1P 

(prepn. of, for enhancing memory, as analgesic, and antidepressant) 
RN 119229-37-7 US PAT FULL 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-38-8 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 

RN 119229-39-9 USPATFULL 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino ) -, 

(2Z) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-38-8 
CMF C15 H13 N3 0 
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CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H ' - 

RN 119229-40-2 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) . 




CHO 

RN 119229-41-3 USPATFULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) 
(2Z)-2-butenedioate (1:1) (9CI) {CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 O 
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N. 



N- Et 




N 



CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



RN 119229-42-4 USPATFULL 

CN lH-Indol-l-amine, N- ( 4-nitro-l-oxido-3-pyridinyl ) - (9CI) (CA INDEX NAME) 



RN 119229-43-5 USPATFULL 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




C0 2 H 




NH 
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CH= CH2 
RN 119229-44-6 US PAT FULL 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4 -pyridinyl-, <2Z ) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 




CH= CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-45-7 US PAT FULL 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4 -pyridinyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 
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Et 



• HC1 

RN 119229-46-8 US PAT FULL 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-47-9 US PAT FULL 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




CM 2 
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CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 



Double bond geometry as shown. 



H0 2 C 




C0 2 H 



RN 119229-49-1 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 



CM 2 

CRN 110-16-7 

CMF C4 H4 04 

CDES 2:Z 

Double bond geometry as shown. 



RN 119229-50-4 USPATFULL 

CN IH-Indol-l-amine, 5-bromo~N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N- Pr-n 





C02H 
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Br 



RN 119229-51-5 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 • 

CRN 119229-50-4 
CMF C13 H10 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 

RN 119229-52-6 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119229-53-7 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-52-6 
CMF CI 4 H12 Br N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



H02C 




CO2H 

RN 119229-54-8 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Br 



RN 119229-55-9 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-56-0 USPATFULL 

CN lH-Indol-l-amine, 5-nitro-N-4-pyridinyl-, monohydrochloride (9CI) (CA 
INDEX NAME) 
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• HC1 

11922 9-57-1 US PAT FULL 

lH-Indol-l-amine, 5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




11922 9-58-2 US PAT FULL 

lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




119229-59-3 USPATFULL 

lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 
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N- Me 



02N v 



HO2C 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



CO2H 




RN 119229-60-6 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-61-7 US PAT FULL 

CN lH-Indol'-l-amine, 3-methyl-N-4-pyridinyl- 
INDEX NAME) 



ethanedioate (1:1) (9CI) (CA 



CM 



CRN 119229-60-6 
CMF C14 H13 N3 
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Me 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 

II II 
HO- C~ C- OH 

RN 119229-62-8 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-63-9 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl-, (2Z ) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 . 
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Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



HO2C 




CO2H 



RN 119229-64-0 US PAT FULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) - 3 -methyl -N-propyl - , 
monohydrochloride (9.CI) (CA INDEX NAME) 




Me 



• HC1 

RN 119229-65-1 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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Me 



RN ' 119229-66-2 USPATFULL 

CN lH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-67-3 USPATFULL 

CN lH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-66-2 
CMF CI 6 H15 N3 




CM 2 

CRN 110-16-7 

CMF C4 H4 04 

CDES 2:Z 

Double bond geometry as shown. 
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CO2H 

RN 119229-68-4 US PAT FULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 119229-69-5 USPATFULL 
' CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 119257-32-8 USPATFULL 

CN IH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119257-33-9 USPATFULL 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257.-34-0 USPATFULL 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-35-1 USPATFULL 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Et 



RN 119257-36-2 US PAT FULL 

CN lH-Indol-l-amine, N-4-pyridinyl- , (2Z ) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




NH 

CO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 



RN 119257-37-3 US PAT FULL 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN ' .119257-38-4 US PAT FULL 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) {CA INDEX NAME) 




RN 119257-39-5 USPATFULL 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 



Page 309 




N. 



N-Et 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



RN 119257-40-8 US PAT FULL 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- , (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 




N- Pr-n 




Searched by Barb O'Bryen, STIC 308-4291 



Jones 10/076191 



Page 310 




CO2H 

RN 119257-41-9 USPATFULL 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119257-42-0 USPATFULL 

CN 3, 4-Pyridinediamine, N3-lH-indol-l-yl- , 1-oxide (9CI) (CA INDEX NAME) 
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RN 119257-43-1 US PAT FULL 

CN IH-Indol-l-amine, • N- ( 3-f luoro-4-pyridinyl ) -3 -methyl- (9CI) 
NAME) 



(CA INDEX 




L9 ANSWER 50 OF 51 USPATFULL 



ACCESSION NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) 



90:87350 USPATFULL 

N- (pyridinyl ) -lH-indol-l-amines 

Effland, Richard C, Bridgewater, NJ, United States 
Klein, Joseph T., Bridgewater, NJ, United States 
Davis, Larry, Sergeantsville, NJ, United States 
01sj ^ f ^Garjdorr E . . Somerset, NJ, United States 

?chst-Rousse!I>^harmaceuticals Inc., Somerville, NJ, 
'United States (ujfcs. corporation) 



NUMBER 



KIND 



DATE 



171102, filed 
4880822 which 
US 1987-42079, 



US 4970218 19901113 
US 1989-405156 19890911 (7) 

20061114 

Continuation-in-part of Ser. No. US 1988 
on 4 Apr 1988, now patented, Pat. No. US 
is a continuation-in-part of Ser. No. 
filed on 24 Apr 1987, now abandoned 
Utility 
Granted 
Fan, Jane T. 
Ikeda, Tatsuya 
91 
1 

1940 

INDEXING IS AVAILABLE FOR THIS PATENT. 

There are disclosed compounds of the formula, ##STR1## where m, n, p, R, 
R.sub.l, R.sub.2 and R.sub.3 are as defined in the specification; which 
compounds are useful for enhancing memory and also as analgesic and 
antidepressant agents . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 119229-75-3 

(alkylation of, in prepn. of pharmaceuticals) 
RN 119229-75-3 USPATFULL 

CN IH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



PATENT INFORMATION: 
APPLICATION INFO. : 
DISCLAIMER DATE: 
RELATED APPLN. INFO 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
CAS 
AB 
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MeO 




IT 119229-42-4 

(hydrogenation of, in prepn. of pharmaceuticals) 
RN 119229-42-4 US PAT FULL 

CN lH-Indol-l-amine, N- (4-nitro-l-oxido-3-pyridinyl ) - (9CI) 



(CA INDEX NAME) 




N02 



IT 119229-48-0P 

(prepn. of, as memory enhancer, antidepressant, and analgesic) 
RN 119229-48-0 USPATFULL 

CN IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




IT 119229-37-7P 119229-38-8P 119229-39-9P 

119229-40-2P 119229-41-3P 119229-42-4P 
119229-43-5P 119229-44-6P 119229-45-7P 
119229-46-8P 119229-47-9P 119229-49-1P 
119229-50-4P 119229-51-5P 119229-52-6P 
119229-53-7P 119229-54-8P 119229-55-9P 
119229-56-0P 119229-57-1P 119229-58-2P 
119229-59-3P 119229-60-6P 119229-61-7P 
119229-62-8P 119229-63-9P 119229-64-0P 
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119229-65-1P 119229-66-2P 119229-67-3P 
119229-68-4P 119229-69-5P 119257-32-8P 
119257-33-9P 119257-34-0P 119257-35-1P 
119257-36-2P 119257-37-3P 119257-38-4P 
119257-39-5P 119257-40-8P 119257-41-9P 
119257-42-0P 119257-43-1P 

(prepn. of, for enhancing memory, as analgesic, and antidepressant) 
RN . 119229-37-7 US PAT FULL 

CN IH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-38-8 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-39-9 US PAT FULL 
CN lH-Indole-3-carboxaldehyde, 
(2Z) -2-butenedioate (1:1) 

CM 1 

CRN 119229-38-8 
CMF C15 Hi 3 N3 O 



1- (methyl-4-pyridinylamino) 
<9CI) (CA INDEX NAME) 
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CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



H0 2 C 




CO2H 

RN 119229-40-2 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 

RN 119229-41-3 USPATFULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) -, 
(2Z)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 O 
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CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




I CO2H 

RN 119229-42-4 US PAT FULL 

CN lH-Indol-l-amine, N- ( 4-nitro-l-oxido-3-pyridinyl ) - (9CI) (CA INDEX NAME) 




RN 119229-43-5 USPATFULL 

CN IH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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CH= CH2 
RN 119229-44-6 US PAT FULL 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 




CH=CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-45-7 US PAT FULL 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 
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Et 



• HCl 

RN 119229-4 6-8 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-47-9 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) . 

CM • 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




CM 2 
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CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 

RN 119229-49-1 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-50-4 USPATFULL 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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NH 

Br- 



RN 119229-51-5 US PAT FULL 

CN IH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF . C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 

RN 119229-52-6 USPATFULL 

CN IH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119229-53-7 USPATFULL 

CN IH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-52-6 
CMF C14 H12 Br N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 

RN 119229-54-8 USPATFULL 

CN IH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Br 



RN 119229-55-9 US PAT FULL 

CN IH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 




N-Pr-n 

Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



HO2C 




CO2H 

RN 119229-56-0 USPATFULL 

CN IH-Indol-l-amine, 5-nitro-N-4-pyridinyl- , monohydrochloride (9CI) (CA 
INDEX NAME) 
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O2N 




HC1 



RN 
CN 



119229-57-1 USPATFULL 

lH-Indol-l-amine, 5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



O2N 




RN 119229-58-2 USPATFULL 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



O2N 




RN 119229-59-3 USPATFULL 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4 -pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) {CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 



RN 119229-60-6 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-61-7 US PAT FULL 

CN IH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 
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Me 



CM 2 

CRN 144-62-7 
CMF ' C2 H2 04 



0 0 

II II 
HO- C~ C- OH 

RN 119229-62-8 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) {CA INDEX NAME) 




Me 



RN 119229-63-9 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- , (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 
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Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 

RN 119229-64-0 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl- , 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 

RN 119229-65-1 USPATFULL 

CN IH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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Me 



RN 119229-66-2 US PAT FULL 

CN IH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-67-3 US PAT FULL 

CN IH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-66-2 
CMF C16 H15 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 
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CO2H 

RN 119229-68-4 US PAT FULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 119229-69-5 USPATFULL 

CN lH-Indol-l-amine, N- { 3-f luoro-4-pyridinyl ) -N-propyl- (9CI) (CA INDEX 
• NAME) 




RN 119257-32-8 USPATFULL 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 119257-33-9 USPATFULL 

CN IH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 USPATFULL 

CN IH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-35-1 • USPATFULL 

CN IH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Et 



RN 119257-36-2 USPATFULL 

CN IH-Indol-l-amine, N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




NH 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 

RN 119257-37-3 USPATFULL 

CN lH-Indol-l-amine,. N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-32-8 
CMF C14 H13 N3 
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N— Me 




N 



ji 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



RN 119257-38-4 USPATFULL 

CN IH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA. INDEX NAME) 



RN 119257-39-5 USPATFULL 

CN IH-Indol-l-amine, N-ethyl-N-4-pyridinyl-, (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-38-4 
CMF C15 H15 N3 




C02H 




N- Et 
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N- Et 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 



RN 119257-40-8 USPATFULL 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, ( 2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 
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CO2H 

RN 119257-41-9 US PAT FULL 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl-, (2Z ) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 ■ 
CMF C17 H19 N3 0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



HO2C 




• C0 2 H 

RN 119257-42-0 US PAT FULL 

CN 3,4-Pyridinediamine, N3-lH-indol-l-yl-, 1-oxide (9CI) (CA INDEX NAME) 
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RN 119257-43-1 US PAT FULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 




L9 ANSWER 51 OF 51 US PAT FULL 



ACCESSION NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) 



EfflandV 



89: 92528 USPATFULL 
N- (pyri diny l) -lH-indol-l-amines 

\rd C, Bridgewater, NJ, United States 
, , Bridgewater, NJ, United States 
Pharmaceuticals, Inc., Somerville, NJ, 
(U.S. corporation) 



PATENT INFORMATION: 
APPLICATION INFO. : 
RELATED APPLN. INFO 




KIND 



DATE 



filed 



19891114 

U^-^88-171102 19880404 (7) 

Continuation-in-part of Ser. No. US 1987-42079, 
on 24 Apr 1987, now abandoned 
Utility 
Granted 
Fan, Jane T. 
Ikeda, Tatsuya 
54 
1 

1215 

INDEXING IS AVAILABLE FOR THIS PATENT. 

There are disclosed compounds of the formula ##STR1## where m, n, p, R, 
R.sub.l, R.sub.2 and R.sub.3 are as defined in the specification which 
compounds are useful for enhancing memory and also as analgesic and 
antidepr essant ageiiL^TT" — ™ 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
CAS 
AB 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 119229-75-3 

(alkylation of, in prepn. of pharmaceuticals) 
RN 119229-75-3 USPATFULL 

CN lH-Indol-l-amine, 5-methoxy-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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MeO 




IT 119229-42-4 

{hydrogenation of, in prepn. of pharmaceuticals) 
RN 119229-42-4 US PAT FULL 

CN lH-Indol-l-amine, N- (4-nitro-l-oxido-3-pyridinyl ) - (9CI) (CA INDEX NAME) 




IT 119229-48-0P 

(prepn. of, as memory enhancer, antidepressant, and analgesic) 
RN 119229-48-0 USPATFULL 

CN lH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




IT 119229-37-7P 119229-38 
119229-40-2P 119229- 
119229-43-5P 119229- 
119229-46-8P 119229- 
119229-50-4P 119229- 
119229-53-7P 119229- 
119229-56-0P 119229- 
119229-59-3P 119229- 
119229-62-8P 119229- 



-8P 119229-39-9P 
41-3P 119229-42-4P 
44-6P 119229-45-7P 
47-9P 119229-49-1P 
51-5P 119229-52-6P 
54-8P 119229-55-9P 
57-1P 119229-58-2P 
60-6P 119229-61-7P 
63-9P 119229-64-0P 
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119229-65-1P 119229-66-2P 119229-67-3P 
119229-68-4P 119229-69-5P 119257-32-8P 
119257-33-9P 119257-34-0P 119257-35-1P 
119257-36-2P 119257-37-3P 119257-38-4P 
119257-39-5P 119257-40-8P 119257-41-9P 
119257-42-0P 119257-43-1P 

(prepn. of, for enhancing memory, as analgesic, and antidepressant) 
RN 119229-37-7 USPATFULL 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl~ (9CI) (CA INDEX NAME) 




RN 119229-38-8 USPATFULL 

CN lH-Indole-3-carboxaldehyde, l-.(methyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 



RN 119229-39-9 USPATFULL 
CN lH-Indole-3-carboxaldehyde, 
(2Z) -2-butenedioate (1 : 1) 

CM 1 

CRN 119229-38-8 
CMF C15 H13 N3 0 



1- (methyl-4-pyridinylamino) -, 
(9CI) (CA INDEX NAME) 
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CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



H02C / ^^j 

C0 2 H 



RN 119229-40-2 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) - (9CI) (CA INDEX 
NAME) 




CHO 

RN 119229-41-3 US PAT FULL 

CN lH-Indole-3-carboxaldehyde, 1- (ethyl-4-pyridinylamino) 

(2Z) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-40-2 
CMF C16 H15 N3 O 
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N. 



N-Et 




N- 



CHO 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



RN 119229-42-4 US PAT FULL 

CN lH-Indol-l-amine, N- ( 4-nitro-l-oxido-3-pyridinyl ) - (9CI) (CA INDEX NAME) 



RN 119229-43-5 US PAT FULL 

CN IH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




CO2H 




NH 
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CH=CH2 
RN 119229-44-6 US PAT FULL 

CN lH-Indol-l-amine, 3-ethenyl-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-43-5 
CMF C16 H15 N3 




CH=CH2 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 

H02C / ^^j 

C02H 

RN 119229-45-7 USPATFULL 

CN IH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 
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Et 



• HC1 

RN 119229-46-8 US PAT FULL 

CN lH-Indol-l-amine, 5-chloro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




NH 

CI 

RN 119229-47-9 USPATFULL 

CN IH-Indol-l-amine, 5-chloro-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-46-8 
CMF C13 H10 CI N3 




CM 2 
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CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-49-1 US PAT FULL 

CN IH-Indol-l-amine, 5-chloro-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-48-0 
CMF C16 H16 CI N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 

H02C^^j 

C0 2 H 

RN 119229-50-4 US PAT FULL 

CN IH-Indol-l-amine, 5-bromo-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Br 



RN 119229-51-5 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-4-pyridinyl-, (2Z ) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119229-50-4 
CMF C13 H10 Br N3 




Br 



CM 2 

CRN 110-16-7 

CMF C4 H4 04 

CDES 2:Z 

Double bond geometry as shown.' 




C0 2 H 



RN 119229-52-6 US PAT FULL 

CN .lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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RN 
CN 



119229-53-7 US PAT FULL 

lH-Indol-l-amine, 5-bromo-N-methyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 119229-52-6 
CMF C14 H12 Br N3 



Br 




N- Me 

i 

N^ 



H0 2 C 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



CO2H 




RN 119229-54-8 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Br 



RN 119229-55-9 US PAT FULL 

CN lH-Indol-l-amine, 5-bromo-N-propyl-N-4-pyridinyl-, (2Z) -2^butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-54-8 
CMF C16 H16 Br N3 




Br 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C0 2 H 

RN 119229-56-0 US PAT FULL 

CN lH-Indol-l-amine, 5-nitro-N-4-pyridinyl- , monohydrochloride (9CI) (CA 
INDEX NAME) 
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• HCl 

RN 119229-57-1 US PAT FULL 

CN lH-Indol-l-amine, 5-nitro-N-4-pyridinyl- (9CI) .(CA INDEX NAME) 




RN 119229-58-2 USPATFULL 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119229-59-3 USPATFULL 

CN lH-Indol-l-amine, N-methyl-5-nitro-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-58-2 
CMF C14 H12 N4 02 
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CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 



RN 119229-60-6 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-61-7 US PAT FULL 

CN lH-Indol-l-amine, 3-methyl-N-4-pyridinyl-, ethanedioate (1:1) (9CI) 
INDEX NAME) 

CM 1 

CRN 119229-60-6 
CMF C14 H13 N3 
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Me 



CM 2. 

CRN 144-62-7 
CMF C2 H2 04 



0 O 
HO- C- C- OH 

RN 119229-62-8 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




Me 



RN 119229-63-9 USPATFULL 

CN lH-Indol-l-amine, 3-methyl-N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-62-8 
CMF C17 H19 N3 
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Me 



CM 2 

CRN 140-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 

RN 119229-64-0 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




Me 



• HC1 

RN 119229-65-1 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl-N-propyl- (9CI) (CA 
INDEX NAME) 
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Me 



RN 119229-66-2 US PAT FULL 

CN IH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




N-CH2-CH= CH2 
RN 119229-67-3 USPATFULL 

CN IH-Indol-l-amine, N-2-propenyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-66-2 
CMF C16 H15 N3 




N~CH2-CH=CH2 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 
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C02H 



RN 119229-68-4 USPATFULL 

CN lH-Indol-l-amine, N- (3-f luoro-4-pyridinyl) -N-propyl-, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 119229-69-5 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl) -N-propyl- (9CI) (CA INDEX 
NAME) 




RN 119257-32-8 USPATFULL 

CN lH-Indol-l-amine, N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 



Searched by Barb O'Bryen, STIC 308-4291 



Jones 



10/076191 




RN 119257-33-9 US PAT FULL 

CN lH-Indol-l-amine, N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-34-0 USPATFULL 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-35-1 USPATFULL 

CN lH-Indol-l-amine, 3-ethyl-N-methyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 
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Et 



RN 119257-36-2 US PAT FULL 

CN lH-Indol-l-amine, N-4-pyridinyl-, (2Z ) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 119257-33-9 
CMF C13 Hll N3 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 

RN 119257-37-3 US PAT FULL 

CN , lH-Indol-l-amine, N-methyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257^32-8 
CMF C14 H13 N3 
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N— Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




C02H 



RN 119257-38-4 US PAT FULL 

CN lH-Indol-l-amine, N-ethyl-N-4-pyridinyl- (9CI) (CA INDEX NAME) 




RN 119257-39-5 US PAT FULL 

CN IH-Indol-l-amine, N-ethyl-N-4-pyridinyl-, ( 2Z) -2-butenedioate (1 
(CA INDEX NAME) " 

CM 1 



CRN 119257-38-4 
CMF C15 H15 N3 
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N 



N- Et 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



RN 119257-40-8 US PAT FULL 

CN lH-Indol-l-amine, N-propyl-N-4-pyridinyl-, (2Z) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 119257-34-0 
CMF C16 H17 N3 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 




CO2H 




N- 



N- Pr-n 
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H0 2 C 




C02H 



RN 119257-41-9 US PAT FULL 

CN lH-Indol-l-amine, 5-methoxy-N-propyl-N-4-pyridinyl~, (2Z) -2-butenedioate 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 119229-37-7 
CMF C17 H19 N3 0 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 
CDES 2:Z 

Double bond geometry as shown. 



H0 2 C z ^ 

CO2H 

RN 119257-42-0 USPATFULL 

CN 3,4-Pyridinediamine, N3-lH-indol-l-yl-, 1-oxide (9CI) (CA INDEX NAME) 




N- Pr-n 






NH 




N. 
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RN 119257-43-1 USPATFULL 

CN lH-Indol-l-amine, N- ( 3-f luoro-4-pyridinyl ) -3-methyl- (9CI) (CA INDEX 
NAME) 




Me 
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